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(57) Abstract: A fused heterocyclic compound represented by the general formula 
(I): (I) (wherein the symbols are the same as defined in the description), optically 
active isomer thereof, pharmaceutical^ acceptable salt of any of these, hydrate of 
' 1 * any of these, and water addition product of any of these. These compounds have 
poly(ADP-ribose) polymerase inhibitory activity and are useful as a remedy for brain 
infarction. 
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*&mn±.Uj£ (i) Kxvmistiztfy (ADP-y^) &&mm 

(ADP- 1 ;^) (Poly (ADP-ribose) 

p o 1 yme rase; £*T. TPARPJ fcPfrf) tt. ? 3 t^75 
*W-?-K (NAD) SrSKirUT, ==f ^TU'iP^©^ 
io 9J»fU ADP-y *2*3£«rK&JtR:*»U *8fefflOADP- U 

15 a£^s P AR PCffittft^iBtertNAD©^*!! tfiw U ^©^Sr 

Sr5E^S^^:5 £#;t£>*vCVN5 e PARP/S'^T!? b-v^^SrffiV^^E 
m~?, mm&ffimfe&— WstoWNMDA (N-me t hy 1-D-a s 
p a r t a t e) «f ©H«tt7 5 / *fcJ:5»f ^U-C^ttt^w 

•KtM^t- (E 1 i a s s o n MJL. et. 
al., Nature Med., 3, 1 0 8 9-9 5 (1 9 9 7)). 

ua> u -caw* $ ft w s parp mmtt-esmmam t u-cis 

*WWC»»**tfc'|>©tt<CV> 0 ^^f^^SPARPlfi 

25 «afcU"c,'fcfc^ 5-m&-3, 4-^tKo-2H-^y^;yy 

«*M*<4WP2-'l 24874f), 1, 1 lb-^t Kn^/f7y[4. 
3. 2-de] ^y^/y^-3-^-^fl^ (WO 9 9/1 1 6 4 5*). 
3> Ka-5- [4- ( 1 - tf^ V i?=-A) -^h^V] -1 (2 
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H)-^y^!)yy(wO9 9/0 8 6 80^WO9 9/l 1 64 9f), 
ifV $ i^«*(WO 0 0/4 2 0 2 5^) S ^*V $ ^S-smmftiW 
O00/648 78f s WO00/6 8206f) N ^^^ff^ft: ( WO 
00/6 7734f,WO00/44726#) ft if^^T^S tfS, - 

5 ^^^parp m^fs& it^nm zmti * © ^ v > 0 

£fc#^Bg4 6-1 2 4 5 4^^«a^^M*5J:^ifiL^T^^i-5 
' ^y^f/U>l^ *W«Wll 74272fArmi 08 2 8 6 7 
♦fcttftflE^ffl^srt-fi^^y^^^ ^ItS^GBl, 17 4, 2 
72#, GB 1, 0 6 2, 3 5 7f feiVK^yitffDE 2 12 10 3 1 

) *icttJiL£*Tm**r-*- 5 v >mmmK *xxmwm 6 4-42 

«irJ 5 *C*fWlI«aS!fctjftPARP|iff|!«^tt6'i * fcBtfci L N 
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fu-cfci^7x =;i/-ef^ £ fix v j; v^il^K a v^mub 

5 ^•^r^i'o 
Y« 

- (CH 2 ) „-> 

- (CH 2 ) B -N (R 4 ) -CO- (CH 2 ) n -s 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) n -s 
10 - (CH 2 ) m -CO-0- (CH 2 ) n -> 

- (CH 2 ) m -0-CO- (CH 2 ) n -s 

- (CH 2 ) m -0- (CH 2 ) 

- (CH 2 ) m -CO- (CH 2 ) n - 

15 R 4 ^7K^*fcliT/w¥/V'^i-o <&U - (CH 2 ) m -a*«^*S 

20 #/W*^/K N, N— ?TA<*A>*fl"*f<fi'> 7W'^> 

RteT^y> ^/7;v^v75/, v?7W75A *A^P^*fctt 
25 JJ y Sr^S"*^ £>5VM3TfB5£ (a) ~ (e) Sr^l",, 
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(b) 



W R 



(c) 





Wte C H fc ttfcJWR^ tr^i- 0 
5 slil~4 o^||:$r^-t"o 
. t tt 0 ~ 3 oSSRSr^i". 
u f± 1 ~ 3 ©lt^/Tt. 

15 (f) ~ (i) Sr^i- 0 
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J • W R 




CM (i) Jf 



10 



15 



20 



t' . ft 1 ~ 3 <£>^$:&^?~o 
u' ft 1 ~ 3 (^>^^[tr^i"o 

R?ft7Km, TA"af^*fc»t Koff'VTA"SP-A'«r^r)) 
{&U (1) X#*1«©«*K*-**U *AriWX>««%'U Y 
(CH.) m - (m=0) %S5*U ^R^;7/VW^A ^ 

R l ft^»<^> TATA'S TA>a*^ /NPTA^f^ t K»**A75/, 
^TA^TSX »/TA TvvK ******* ^*tvK 
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**-f>K N-TA*A,*M*4^ N, N-*T/^#,w^^ 

-^^7 7 *-f^»u (2) x^aw^^u 

(CH 2 ) m - ( m = 0 ) Sr^-gn^ R«±|B^ (b) - (d) ©v'vf*!,* 
2. (I) fC&VNT, 

3. — j»55 (I) fc^T, 
^ «?7^75A ^n, ^TV, T^K 

^^^^ ^^T^/K N-T^l^l^*^ N N 
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V 



- (CH 2 ) m ~, 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) 

- (CH 2 ) m -CO- (CH 2 ) n - 

5 m^ni^-tfctt^ot, **u**L0**:ril~l 0<*>SE£fc 

«rS%i-..R 4 ^7K3tl«r^-ro fiU ~ (CH 2 ) B -as««i:»#t5.) ^ 

Us 

to n x VTA N, N-^T/V^r/^/W^^/K "T/l"¥A^* 

~ (d) *7p-r 



s^i~4©lli:lr^t. 
20 t & 0 ~ 3 <£>SSf$:£::^i~o 
u^l~3 ©ffiBfcSr^i". 
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10 z> *scH*fcrat*m^^ o 

15 R 7 &*miktcteT,u*c,uz^i- ; {IU W *t»«^-e*,S»^K:tt# 
20 5. -jt£5£ (I) fcfeVNT, 

25 ltfh8W»*tTt,J:^7^5A^jft W TfcJ:VWf^ 
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- (CH 2 ) m -s 

- (CH 2 ) m -N (R 4 ) -CO- (CH 8 ) n -s *fcte 

- (CH 2 ) m -CO- (CH 2 ) n - 

^-To R 4 ^7K^^"t-o <aU - (CH 2 ) m -i>mmt&&irZ 0 ) Sr^U 
r^n^^ /Mi7/^;K tKn^ 75A i?7;VW^s = 



s a* l ~ 4 <£>g$c£^H~o 
20 t & 0 ~ 3 OS^cSr^-To 
u £5 1 ~ 3 c^^ic^r^-t-o 
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77 *^ 7-^^^*=^T§y*fcttTIB5*: (f) %?F-r 0 



f *S 1 ~ 3 OffiR^-T. 

R 8 ^tK^^1- c )) ; 

6. (1) 5-y?v>-3- (4-y^/Hf-<9^^_i_^ /l ,) -2H 
( 2 ) 3 - ( 3 - *? * ^/^oy^^-l-^/v) - 2H 

(3) 3- ( 4 - ^ ^ S fc°^ V 1 -J/V) -2H 



(f) 



R 
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-J V 3r J V >~ 1 -^-^s . 

(4) 3- (3-tFn^^f;l'-4-^;W^7^^-l 

-^^) - 2H-^fy^;'r/-i-t^, 

(5) 3- (4-t$ y ^^7^^- 1 -^^) -2H-^y^;yy-i 

5 -^^s 

(6) 3- U-^^vwr^/ tr^^^- 1 — f/iO -2H->fy=¥y 
y i -^-^ 

(7) 3- ( 4 - tf/H?^^ 5?^ — 1 ->r /V) -2H-^y 
3r / I? ^ - 1 -^"^s 

io (8) 3- (4 - ^ ^ y^/^ = ;n^^7 ^y - 1 - 'f ^) - 2 

(9) 3- ( 4 h *r V^/V^^/V tf^7 S?^- 1 /V) ~ 

(10) 3- (4 ^/l'*^ \?*<7 1 -^/V) -2 H- 

15 -fy^ypy-i-t^, 

(11) 5— ff-As— 3- U-^^WJ^tr^S^— 1.—- -2H 

(12) 5-^^/V-3- (4-^^f/>7^ / f^D^y- 1 
20 (13) 3- ( 3 -i?^ f /1/7 $ ; If P y - 1 -'f/W -5 

-^f;p-2H-^y^;y>'-i-ty> 

(14) 5-^^/V-3 - (4-^e/^^y/) - 2H-^y*/ 
y ^- i 

(15) 3— (4-7^y \f^=7i>>— 1 --f/V) -5-^f/V-2H — f 

25 y^;yy-i-^y, 

(16) 3— (4-^^VT^ / fcV<7^>'- 1 —JAsY ~ 

2Hwy^;yy-i-t^ 

(17) 3 - (4-fc Kndfi^f^y ^y- l-'f/l') - 5- p< 
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(18) 5 h 3 - (4 - - i 

(19) 5-t Kn^>- 3 - (4-^,Hf^?^_ x __ ^ 
5 /^) - 2H-^yi fy /yy- 1 _ t> ,^ 

(2 0) 5-7/>tP-3-(4-^;V^7 e ? > _ 1 _ /f ^ ) 

- 2 H - *c y * J V y - i - a- ^ 
(21) 5-^an- 3 - (4-^^^f^7^>-l-^» 

10 (22) 5-^^-3 - U-^f;^^^^^-!,^^ 

(23) 8-^nn-3 - ( 4 - * f/Hf^{ ^ ^ _ 2 _ ^ /V) 

(2 4) 7-**vt~- 8 - (4-^^/Hf^^_ 1 _^ /V) 

15 y^y!)y-i-ty % 

(25) 7-^t2^- 3 - (4-^f/l,^5^y-i-^ ;1/) 
-2H-^y^;jiy- 1 _ ty> 

(2 6) 3- (4-^^T^y^y^-i-^^) - 5 -^}^> 
-2H-^y^yyv- 1 _^ % 

20 ( 2 7) B-tKB^-8- (4-^^T^^ys?y-i-.^) 

-2H — ry=¥y y 

(2 8) 5 - - 3 - (4-^f/l,7<;^i Ji ; y _ 

i-^/iO - 2 h-4 y *t J V >- 1 

(29) 5-^na- 3 - ( 4 - ^ T % S fc^ y i? y - i 
25 -^0-2H-0^/!)y-i-ty, 

(30) 6-^nn- 3 - ( 4 -^f^^7^y-l-^,H 

-2H-o^;uy-i-ty > 

(3 1) 7-^C2^- 3 - (4-^f/i,7U^5^^- 1 



.12 



PCT/JP02/04995 

WO 02/094790 

(32) 5-^n^e-3- 

(33) 5-7^^-^-3- (4- (2-tK»^xf;H tf 

(34) 6 -*f-^~ 3 - (4-^f/V^5^^-l-^^) 

(35) 3- (4- (2-tK^Vxf/V) tr^^-l- 
10 (3 6) 8-^/V-3 - (4-^;V^^^-l^^ 

(3 7) 7--fu^r-3- (4- (2-t Fndfv'xf/W) bf^S^-l 

-/f/v) -2H-^fy^^-i-^ 

(3 8) 3- -5-=>n-2H-^f 

is y^/i/^-i-^ 

(39) 5-7^-3- ( 4 -^.^A'tr-<9^V-l— fA') -2H— f 

y $F-y P v— i — tti/ 1 7Kft*B^> 

(4 0) 5-V-T/-3- (4-^^tr^^-l-^^) -2H->f 

y^/y^— l— 

20 (4 1) 3- [4- (2-tK^V*^) 

^ /v3 _ 8 _^ ^-/v- 2 h--y y p i 

(4 2) 3- (4-y^tf^^^-l-^^) -5-b';7/VtP^f 

(43) 3- C4- tf^^^^-l- 
25 ^/V]-7-^f/l'-lH->fy^/^-l-^^ 

(44) 3- (4-y^VVtV^^-l-^) -5-yWt-2H 

(45) 5 -^^>T^y-3- (4-/^^9^-1-^^ ~ 
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2 H — -r y ^ y y i -^-^ 

(4 6) 3- (4-^f;V7^^5^- 1 _^ ) -5--ha- 

2H- ry^y y 

(47) 5-r^y-3- tr^y^-i-^) _ 

5 2H--T y^y y ^_ ! 

(48) 3- (4-^W^^y^-i-^ ;V) -5-hy^/U 
t n ^ 2 H-^f y ar / y y- 1 - 

(4 9) 3- (4-^y^r^y^y^^-i-^^) - 5 -y?vi^ 

10 (5 0) 5->>7-y-3- (4-^^7^^y^-. 1 -^ ;P) _ 

(5 1) 5, 7-^y^/V- 3 - (4-y^f-<7^>'_ 1 _^ /V ) _ 2 
H-fy^yyy-i-^y, 

(5 2) 5, 7-^pp- 3 - U-y^fcV^^-!-^) _ 2 

is h — fy^/yy-i-^ 

(5 3) 5, 7-^D^-3- (4-y.^/Hf^^-l-^^) -2 

H-^fy^yyy-i-^ 

(5 4) 5, 7-^7/V^-n-3- (4 -y ^t°-<9 1 -J A,) - 

2H-/fy^/yy-i_^ 

20 ( 5 5 ) 5-^BP-7-7/^0-3- (4-y.^/Hf^^-!-^ 

/i-) -2H — ry^-/yy-i-t^ 

(5 6) 6, 7-^tKadry-3- ( 4 -y ?vVtf^S?V- 1 -^) 

-2H--r y=¥y y >-i-^-^ s 

(57) 5, 7-^po-3- (4--^y^r^ y t°^y $^ — 1 

25 /V) -2H — (y*rS V >- 1 -tf-J^ s 

(5 8) 5, 7-^P^E— 3- (4-^W^tXy^-!-^ 
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(5 9) ( 4 — 'f'fVT 5 S \f*< ]} isis— 

i-^a-) -2H — ry^/yy-i-^y, 
(6 0) 6, 7-e?fcKp^-3- u-^^vw^y tr^y 1 
5 -2H-^y*yjjy-i-*^ 

(6 1) 3- [4- (4-^*^) -2H->f 
(62) 3 - { 4 — [ 2 - ( V 1 ->f /V-) ^^^1 V 

f< y *s f — i - >r } - 2H-^y^;u>-i-^y^ 

10 (63) 3 - (4 - [3 - ( tr-< y i^- 1 /V) ynf/W] 

tr^ 7 ^^-i-^r/w} - 2H-^y^/yy-i-ty, 

(6 4) 3- {4- [4- (4-^*yy) ^/i^] tv^s^-i-'f 
;i^} -2H-^y^-;j)>'-i-t^ 

(6 5) 3- {4 - [4- (t°-< y i?^- 1 • y^/v-i tr 

i5 ^7^^- l-iow — 2H — ^y^; jy-i-ty, 

(66) 3 - {4 - [5 - ( \£*< Pi?^-1 » 

t°^7^^-i--Y^} - 2H-^fy^;yy-i-ty, 

(67) 3- (4- (4- U-^^VVf-^^- 1 -^/V) tf 

— i-^/u) -2H-'fy^y!/y-i-tys 
20 ( 6 9) 5 <^/V— 3 - [4- (4-^*yy) tr^y 1 — 

-2H-- fy^yyy-i-tv^ 

(70) 5 - 3 - { 4 - [ 2 - ( tf^< y^y-l-^;v) 

o^/v] 1 --if /v} -2fi--f 

25 (71) 5-^ ^/V- 3 - { 4 - [ 3 - ( tT^ y ^y-l-^/V) 

^tJtr/u] - i - 'T/i'} - 2H-^y^;y/-i- 

(72) 5-^^/1- - 3- {4 - [5 - (t°-<y-^v-i->r^) 
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(73) 5 3 - { 4 - [ 4 - ( V 1 - J ?V) 

5 ^ 

(7 4) 5-^^/1^-3- {4- [4- (4-^;P*y /) 

a-] tr^<7 i -^r/W - 2H-^y^;yy-i-ty, 

(7 5) 5~^^/W-3- (4- (4- 

-i->r^) -fT-A") i ->r^) - 2H-<y^; 

(76) 7 -;/p^r- 3 - {4 - [4 - (t°^Ui?^-l-^/v) 

^^/v] tr**?^- i -^f/u) - 2H-^y^;i)y-i-t 

(77) 5-^bp-3-{4-[4 - (fc°-<y - 1 - -T/V) 

fx 

(78) 5-^P^-3 - {4 - [4 - (fc^y - ! _^^) 

20 ( 80 ) 5-^nn-3 - {4 - [4 - (4-*r/Vft])y) • 
(8 1) 3- (f^y^^_4_^^) - 2H-^y^;jiy- 
(8 2) 3- (i-.*?vnfxy i?^_4_^ /P ) -2H--fy^/y^- 

25 l-^l/57Kf*JD4fc^ 

(8 3) 3 - ( (4 -^f/PtV7j?y- 1-^/10 #A'tf=.A') 

-2H-^y*; v is - i 

(84) 3- (2- (S^^vKTS/) jc^/V) -2H-- fy^/y^-1 
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(8 5) 3- (3- (v^^KT^/) -2H--fy^yy- 
(8 6) 3- (1-Tiflf^ta [2. 2. 2] ^ ^V- 3 — Y A-) -2 
(8 7) 3- ( (l-TlFtf^a [2. 2. 2] ^ * Is- 3 ->f/U) ;* 

f/v) -2H-^y#;!)y-i-t^ 

(8 8) 3- (8-^^/l^-8-T1f tfi^n [3. 2 . ' 1 ] 3 

io (8 9) 5-y-^w—3- (2- s^ao -2H-- ry 

(9 0) 3- (3- (iJ^^r?;) t°/l-) - 5 - ^ 

(9 1) 3- (l-Tiftfi^u [2. 2. 2] vtr??^-Z — ( /V) -5 

15 -^f;i'-2H — fy^;py-.i-t^ 

(9 2) 3- ( (l-TlftrV* 13 C2. 2. 2] ^ ^ V- 3 * 

^/is) - 5 - ^f /v- 2 H-^f y^r; !) y- 1 - tVs 

(9 3) 3- ( V 4 --T/lO - 5-^/V-2H->f 

20 (9 4) 5-^^-3- (S-^^/V—S-T-rtf^^C [3. 2. 1] 
(95) 5-^PP-3- (l-^^/Ut 9 ^!)^^- 4-^/1^) -2H- < 

(9 6) 5 -^ti^e- 3 - (1 -**vVfcr-<JJ v?V-4— (/I*-) -2H-- T 

25 y=¥y y y- 1 

(9 7) 4—-7=c~;V-Z - (tVy^y-4-^;V) - 2 H — 
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(9 8) 3- ( 1 ^/isK'^y 4 -4-7^- 

^-2H-^fy^;jjy-i-tyi/5 * ft Unto, 

(99) 4 — (4 — * h^i/? - 3— (1— ff-zUt 0 ^ 

y s^- 4 ->r AO - 2H-^y^;ijy-i-ty > 
5 (100) 4 — (4-^bb7i = ;P) .-3- ( 1 — ^ ^ ;v t" ^ 
y^-4--f/iO - 2H-^y^;yy-i-ty N 
(101) 5, 3- (t-^y ^^-4— f /v) -2H- fy 

(10 2) 5-;* h^iX-3- -2H--fy^y 
10 J> 1 

(10 3) 5-t Kp^>-3- (tr^y ^_ 4 _^ /V ) _ 2H -^y^ 
/ y V-l -^V, 

(104) 5-^/p-^p-3- (tf-^y ^-4— r/p) -2H-^y^y 

15 (10 5) 3- ~5-hy^/^t2p{ 

. f/v-2H-/fydryjjy-i-ty % 

(10 6) 5 — -7 ;VJrxi — 3 — (1— ^^/wtf^y^^— 4— 
AO - 2H-^y^yjiy-i-ty, 

(10 7) 5 — * h*cis - 3 - (l-^f;kt°^y 

20 ^) - 2H-^y^;py-i-ty N 

(10 8) 5-t (l-^^;nd"^i;^y-4- 
-TaO - 2H->fy^;!iy-i-ty, 

(10 9) 5 - (l-^/Hf^y 4— fA) -A-~7 

= c =^-2H — ry^yyy-i-tv, 

25 (110) 5- U-^^vVt^^S^-l-^AO - 6H-fx / [2, 
3-c] 

(111) 5- (4-^^757 fcf-<yt?V- 1 — fA-) -6H-fx 
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> [2, 3-c] 

(112) 6- (4-^f;Hf^7^>- 1 -4^) -5H-fs; [3, 

2-c] try-$^-4— 

(113) 6- (4-^^/VT^/ t°^<y v^^-1 — f/V) -5H-f x 
5 7 [3, 2-c] 

(114) 3- (4 - ^^/Hf^7^>- 1 -^^) -2H — <yX [f] 

(115) 3 - (4-^^/VT^/ i^^-l— 1VV) -2H ^ 

X [ f ] 4 y 3r/ V >- 1 

10 (116) 3- (4-^^tf^<7-^>'- 1 — -2H — <yX [h] 

(117) 3- (4-v?^W^ t°^<y S^-l — Y/W -2H-^ 

x [h] -r y^y y ^-i 

(1 1 8) 7- (4-y^t°-<7v : ^- 1 — <M -6H-1, §-~r-7 

15 i?>--5-;r>\ 

(119) 7- (4-^y^r^ y e°^y S?V-1 — (Ad -6H-1, 

(120) 2- (t°^y-^v- 4-^/^) -3H-^ft/yy 
20 (i2i)2-(i-y. ^jv \?s< y i? ^ - 4 - ^) - 8 - y ^- 

(123) 8-^ h =^ v- - 2 - (l-^f/H^^P^^-4— f 
(12 4) 8-t (1 -y^/Vt°^y Vis- 4-4 /V) -3 

25 

(125) 8-7/^13-2- (l-y^wt'^y ^-4 — -sh 
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(126) 8-^nn-2- ( 1 -pt ^Hf^j; i?^- 4 — ^ 7 ^) _ 3 H _ 
(12 7) 2- ( 1 ^/V-f-sy v?^- 4 -J >V) -3H- 

3r^yy >--4 -^-^ s 

5 (12 8) 8-* (4 -i?;* fvKT ^ ^ V^O— 1 - 

-T/1-) -3H-wyy-4-^ 
(12 9) 8-fcKndr^-2- 

(13 0) 8-77^a-2- (4-^^T$yS^O-^HJ-^-l- 
10 -T/P) -3H-^/Uy-4-t^ 

(131) 8-^PP-2- (4--^^^/VT^ / V^n^vdr^^- 1 
/>) -3H-Wy>-4-ty % 

(1 3 2) 8-^P^E— 2- (4--^^^/VT5y^^C3^^f-^-i-^ 
AO -3H-W!)>-4-ty N 
15 (13 3) 2- (1-TiftfV^n [2. 2. 2] ^^^-3-^^) - 
3H-W!J>-4-t^ 

(13 4) 2- ( (1 -TlftfWn [2. 2. 2] ^^^-3-^/V-) 
J^A) - 3H-*r-tyV ^-4-^-^ N 

(13 5) 2- (8-^^-8-T1f tfi/^n [3. 2. l] ^^>-- 
20 3-^/1^) -3H-WjJ>--4-ty, 

(136) 2- U-^^rS/^n^drl?-^- 1 -^/VO -3H- 
^t/JJy-4-t^ 

(13 7) 8 - ^ ^A- 2 - ( 4 f;U7 ^^^P^^-f 

>--l--Y/lO - 3H-^t/uy-4-ty, 

25 (138) 2 - (l-7f!f^^n [2. 2. 2]tf-*^-3 
(139) 2 - ( (1-Tiffc*^^n [2. 2. 2 3 * * * - 
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3 -y( JU ) y ^/V) - 8 3H-«fty 9 ^~ 4 -^-V> 

(14 0) 2- (2- C^^/VT^/) s^)>3H-^/P^-4 

(14 1) 2- (3- (v^^A-T^/) -7n\+M -3H-^/!)V- 

5 

(142) 2- (5- (i?pt^/VT^y) -<V^/V) -3H-*t/5^- 
4-^-^s 

(14 3) 8-^^~2- (8-^^-8-Tlftr^n [3. 2. 1] 

10 (14 4) 8 2 - (2 - $ y) **AO 

- 3 H - * 9 V - 4 - * ^ 
(14 5) 8-^^/V-2- (3- ^°^). 

(14 6) 8 2- (5- (^WU) 'O'**) 

i6. - 3 H'-^-T-y y ^- 4 

(147) 3 - (4 - (v?^W 5 J ) a ^^f-^ - 1 - 

(148) 3 - (3- (4 -y ^tvyf^y iff - l ->f AO ^ p 

tvi^) - 2H--ry^/y^-i-^^ 

7. (15 1) (R) -3- (2-tKP^f/V-4-^f^5^ 
(15 2) (S) -3- (2-t KnW^-4->f;^?^-l 

25 — -2H — ry^/y^-i-^"^ 

(153) 3- (3-fc *VV- 4 -* ^A»\?^*7 X -4M 

(15 4) 3- (3-3iV^>'^^=^-4-^^/Vt 0 ^7v ? V-l-^ 
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(15 5) 3- -2H-^^!,y 
- 1 

(15 6) (S) -3- (3-t KB*W^-4-^^^ i ;y- 1 
(15 7) (R) -3- (3-tKB^f;W 4 -^ ; ^^_ 1 
(15 8) 3- (l-^^^j;^-4_^ ) _ 3> 4 _^ tKo _ 
10 (15 9) 8-^^-2- [ 2 - («>x^7^) a**,] -3H-* 
(16 2) 3- (3, 5-i^^w^^_ w ^ _ 2H _^ y ^ 

(16 3) 4- (4-^A,7*s^) - 3 - ( 1 $vHf-*JJ 4 
15 -^ju) -2H-^y^yy-i_ t ^ 

(16 4) 4- (4-7;^B7x^) - 3 - (l-*?vH^y^_ 
(16 5) 8-^^-2- - 3 H- Wyi/ 
20 (1 6 6) 8-^^-2- [2- <*A*p*- 4 -^) ***/| _ 3 
(16 7) 4- (2-^^^,=^) - 3 - (1-^w^y^- 
(16 8) 4- (8-^^7«=A.) -3- 

25 -2H-^y^yy_i_ t ^ 

(16 9) 4- (2-^^7«^) -3- (l-^^t^y^-4 

-- f/H -2H-^y^yyy- 1 -. ty% 
(170) 4- (8-^h*^ M ^) -s- (1-^fvH^y^- 
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4— <>V) -2H->fy^/yy-i-t^ 

(17 1) 5-^ h*i/*^**ris-3- (l-^f/^yi?y-4- 

^/v) -2H — fy^;yy-i-ty, 

(17 3) 8-^^-2- [5- (i^^T^/) ^^/kl -3H- 

(17 4) 8-p<^-^-2- [4- (i/xf^7$/) ^fvV] -3H-3r 

(17 5) 8-^^-2- [4- -3H-^r 

10 (17 6) 8-^/1'- 2- [3- (fnyi^-l—rA-) ^"n tM - 

3H-Wpy-4-ty, 

(17 7) 7- (1 -^A-fc^y ; f/P) -6H-1, 6-^7 

^ y 5 -ify i / 1 o frttim, 

(17 8) 3- (1 -^^VVfcV^y S»— 4 — T^) -2H- 

i5 >fy^/yy-i-^ 

(17 9) 4-^^-3- (1 -^/H^y S?f-4->fA>) -2H- 

(i8o) 5- -3- a-^^vvt^y i?^-4 — r 

;v) -2H-^y^;uy-i-ty, 
20 (i8i) 5-75 y - 3 - (i -p<^^tr-<y ^^-4->r;v) -2H- 
^y^r/ y is-i-x-fs 

(18 2) 4- (2-^^1=731=^) -3- (1 -^/V-f-^y v 5 ^- 
(18 3) 7-^pp-3- (l-^/H^JJ S?V-4 — <JV) -2H- 

25 ^y^yy-i-t^, 

(18 4) Kn^-S^-3- ( 1 4 — 'fAO -3, 

(1 8 5) 5-^ f^^f^t^>-3- fV7 7* V A) 
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-2H--T y^r/ V >- 1-*-^ 
(18 6) 5-tFn^-3- (3-^f;v 7 ^^^) _ 2H - 



(18 7) S-^b^^^^^g^ (4-^^^^, 
(188) B-tKB^8- (4-i^ W ^^, - 2H -^ 
(18 9) 5-tKn^-3- (2- (fcV^^-i-^) 
10 (19 0) 3- (l-^^-i, 2 , 3> 6-fh7tKn^^- 4 

(19 1) s- (l-^^t^y^-s-^/u) -2H-^y^y 
l 

(192) 3- -2H-^y^^ 
15 - 1 

(193) 3- (1-^^-1, 2, 3, 6-ff7fcKPn^- 5 

(194) 3- -2H— T 

20 (1 9 5 ) 3- (4-^^-3_ fc Kndf-V^^/I.^9^-1-^^) 

(19 6) 3- (3-tK P af^^-4-^^7^_ 1 _^ 
AO -2H-^y^yjj>- 1 _ t ^ 

(19 7) 3- KB W^^^-i^. 

25 A-) -2H-^y%yyy- 1 _ t ^ 

(19 8) 5-zfu*-s- (3-tKn^ f /^^_ 1W;V) 

- 2 H->f y y ^- 1 

(19 9) 5-^-3-(3-tKnW^- 4 -^^«? 
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(200) 3- fcv<yi^-i— -2H-«c y*c/ 

(2 0 1) 3- ( 3 - 1 Kd ^-i/^ f /Hf^P 1 - ^f/V) - 2 H-/f 

(202) 3 - ( 3 - (v>^ ^v^/i***^ /v) tv< y i?^- i — < M - 
2H-^fy^;!)y-i-ty, 

(2 0 3) 3- (3-tKaW^-4 — r Vff-jvyf^y^s— 1 — 
10 (2 0 4) 3- [4- <*^W5;) ^A'] -2H-^fW;^- 
(2 0 5) 5-7/V^V3-3- (3-fc KP^^/f^-4-^f;V^7 

i^y-i-'fM -2H-^y^;yv-i-ty> 
(2 0 6) 3- (3- (^yw^y^f^) tr^y i?^-i-^/v) - 
is 2H-^y^yyy-i-t^ 

(2 0 7) 6 - ^ 3 - (1-^^/VtT^y i?X-4— - <M - 2H- 

^y^yyy-i-tx 

(2 0 8) 7-^^-3- (1 -^^^y ^-4— Y/V-) -2H- 

^y^jjy-i-t^ 
20 (209) 8 - y f 3 - ( i - y f /n^-jy ^y- 4 -^^ - 2 h- 
^y^yyy-i-ty> 

(210) 7-* h^V^^V^V-3- (l-j^/Hf^y 2^-4- 

^/w) -2H--fy^yyy-i-ty, 

(2 11) 7-fcKB*V-3.- (i-^^/vtf^y &y— a-4a>) -2 

25 h->t y^r/ y ^- 1 -^^^^ 

(2 12) (S) -3 - (3-t Kia#v'^^-4-^^/Vt p ^7^>'- 1 

->f;i') -5-yf/v-2H — ry^yy^-i-tv, 

(2 13) 3- (3- (fc°cry vS^-1— f/W tT/P) -2H-^y^ 
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; v 1 

(2 14) 5-^u-3- (3-tK 0 ^ f; p- 4 _ ;(f . ; ^ J? 
^-1-^) -2H-^^ / /py_ 1 _ t ^ 
(2 16) 3- [3- (^y^-i-^) _ 2H _^ y ^ 

(2 17) (3- (IfBy^-i-^, 

(2 18) 5-^^-3- [2- (tf^y^-i-^) a ^ _ 2 

10 (2 19) 3- [2- (^y,^-i_^) -2H-^y^ 

(220) 3- [2- (^y^-i-^) _ 2H -^y^y 

y 

(2 2 1) 5-^^-3- [2- (IfBy^-i-^, _ 2 
15 H-^y^yjJ>-!_^ 

(222) 5-^^-3- [3- Ctrpy^-i-^, ^ n V^-i 

(223) i, s-^KB-e-a-^^ 2 3> 6 __ h _ 

tKBIfp^4-W tf7)/p [4, 3-c] 
20 (2 24) N, N-^^-3- ( 1 -;*^fcV<y _ 
2H- 1 -**yj y^yy- 5 -j****^ K 1 / 4*tffl«u 
(2 25) 5~*=fsU- 3 - (*-**r fc _ 2 

(2 26) 5-^^-3- (^^bKn>fvKyi?V-7-^) _ 2 
25 H-^^^-!^!/^^. 

(2 2 7) 3- (l-^A^y^-i-^*,) -2H-l- tW 

y *v y ^- 5 -*As#>w&ai&Ls 

(2 2 8) 5-^^-3- [3- (fcXy^-1-^) _ 
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(2 2 9) 3- {i?*?-A>T%S) ^f/V-2H-fy^r; Vf-l—*^ 
(2 3 0) 3— ■ [(4— ^^VH^^V— 1 -4 As} *f-A>1 -2H — i y 

^/ y ^- 1 

5 (231) 3- (txy ^^vvo -2H-^y^uy-i-t^ 
(2 3 2) 3- [(*A*y l—- f/iO y-^vK] -2H->fy^/!Jy- 

(2 3 3) 3- [(tf^f^y 5?^- 1 — fAO y 5vl/] -2H-^y^yp 

1 

10 (2 3 4) 3- [3- Ofc^etf-<y S^-l — T/V-) ^otT/V] -2H-^ 

y^yy-i-ty, 

(2 3 5) 3- (1 -7;V77^/l'^y ^~4-^;>) -5— y^/l" 

-2H — r v*; ]) is- 1 -xisi/iTkmm, 

(2 3 6) 3- (4-y f/W3-^y^7^-l — T/V-) - 5-7* 

i5 ^/w- 2H-^r y*; v >- 1 o*#i>n4£k 

(2 3 7) 3- ( 1 — T ^ y tf^< V 4— -4 As) -5-yf;W-2H- 

(2 3 8) 3- (1- (y?y^;^=^7 57) — fAO 
- 5 - ^ t ;v- 2 H->f y ^y y y- 1 - t^ 

20 (2 3 9) 3- (1 — b V 7;Vtd7t bT5V If^U 4 -dVl') - 

■ 5-yf;i'-2H-^ydryyy-i-t^ 

(2 4 0) 3- [2- Ofc^tr^JJ i?^-l-^T/V) - 2H-- <y 

3V y 1 

(241) n- ( 5 - ^ 2 h- i - t^y y *y yy-3W^) 

25 -2- (i/y TiT^ ^ h\ 

(2 4 3) N— (5 -^f/V-2H- 1 -^"^y^ V >-3— A ?V) 

-3- (S^y^/WT^y) 7"o^y7? b\ 

(244) 3- ( i -^y w $ y tf^y 4 -fM — 5— y-^vw 
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(2 4 5) N- (5-^^-2H-l-t^y^ Vis- 3-4 A,) 

(24 6) N- (2H-l-tWy^ y^_ 3 -_^ /P) _ 4 _ ( ^ 
5 f;W7?/) ^>^T^ K % 

(2 4 7) 3 -'. (4 - 2 -^5/^9??^- 1 --f /I/) -2H- 

(2 4 8) 5-7<?vW- 3- -2H- 

10 (24 9) 3- (l-^/Hfpy^-g-^) -2H-^y^J/y 
- 1 -^"^ 

8. (I) fc&v^T, 

Xtt7;^4fctt j g^| rLTfciv , 7xwet§i(ltv ^ iJ . 

20 - (CH 2 ) m - s 

- (CH.) m ~N (R 4 ) -CO- (CH 2 ) 

- (CH 2 ) m -CO- (CH 2 ) n - 

25 U N 

* ^7;^7$A=h^ ****** 
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~ ( c ) £t*jH" 

(a) R 5 (b) (c) 




5 c^^> ^^^nm^^fe^nm^^^-ro 

Wtt: C H ^ fc te^J^y- SrSH"o 
s & 1 ~ 4 OS$c£r^-t~<> 
t J* 0 ~ 3 (D^C^^'t'o • 
u n 1 ~ 3 (^Sfc&^i-o 

15 T/w^/^/^— /V'T? y ^fcte'TIB5£ (f) ^r^i"o 

< f > R 8 



(5$<*\ Y* f*«aiBY^lRl^-Cfc5o 
t ' 1 ~ 3 o^^cSr^i~o 
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9. (I) {C^T, 

15 - (CH 2 ) m - s 

- (CH 2 ) m -N (R«) -CO- (CH 2 ) a - % 4fcr* 

- (CH 2 ) m -CO- (CH 2 ) n - 

a**-. R 4 «7K^^-r 0 <iu - (ch 2 > m -^TOi^-a-rsj &**u 

~ (c) ^Tp-t 



25 




30 



WO 02/094790 



# 



CT/JP02/04995 



wn cHtfc team j^St^-To 

s ft 1 ~ 4 <D^^cSr^i- e 
5 t 0 ~ 3 <oW®L%:7Flr 0 

u i ~ 3 (D^^c^^-r 0 

10 R 6 «tK^n ^7;^T5/, 7;^;K-7/V3^^;v#^;k TAs* 
/^=^7 5 /£fcteT!E5£ ( f) ^-To 

(f) R 8 



20 /Ttri:^^t 5 e 

R 8 «7Km^i- 0 )) ; 

<e.u x^mmm^^-r^-, rk±w.&. (b) sr^-r 




t * W: 1 ~ 3 ^Mt&^-To ' 
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© e« Jiff^ § ti 5 «u * tb e> * ft itz ti to <D7&mm 0 

10. (1) 5—st^/U—3 — { A — * =J- >V \? *J is — i _ 

(2) 3- (3-^W>;^By^-!-^^ -2H 

(3) 3- (4-^f/V7^;^yi;y-i-^ /1/ ) _ 2H 

(4) 3- (3-t Ko^i/^f/V-4-^f/Hf^7i;y- 1 

- 2H-^y^/ijy-i-ty > 

10 (7) 3- (4-/P^Hf^7i;y-i-^ ;V ) - 2H-^y 
* S V >- 1 

(8) 3- (4 — ^ ^^^./V^r-^f^^^V — 1 — 4 jV) -2 

(9) 3— ( 4 —si b frS — tv*?^? 1—4 ;v) - 
15 2H-^fy3r/ ijy-i-ty, 

(10) 3 - ( 4 - ;* ^/V-^^E- t°-<7 1 --f/P-) - 2 H - 

^y^/y i -^-^ 

(11) 5-^^/1^-3- U-^^tf^efcV^^- 1 -4;\,) -2H 
(1 2) 5-p«^/P-3 - (4-^^^/b-T^/t°^<i;^^-i 

-4/\s) - 2H-^yar;yy-i-tv > 

(13) 3- ( 3 5 / If a y l - 4 ;v) -5 
^/p- 2H-^fy^y V >>- 1 

(14) 5-^^/V-3- (4-^/V^JJy) _2H--fy^y 
25 9 V- 1 - 

(17) 3 - (4-t Koafi/t 0 ^JJi;y-i-^;p) - 5- ^ 
(1 8) 5 — * h - 3 - ( 4 - t< 9^ fcf 7 V - 1 - >f /V) 
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-2H--ry^y v * - 1 - * > , 

(19) 5-fc Kn^i/-3 - (4-^^/^t°^<7^>'-l-^ 

/w) -2H-fy^;!'>'-i-t>', 

(2 0) 5-7/VtP-3- (4-^f/H^^7^y-l-'f^) 



(2 1) 5-^tan-3 - ( 4 — y ^/V' tfr< 7'^^- 1 — -f A") 
(22) 5-^O^e-3 - (4-^f;Hf^7i^^-l-^^) 

— 2 H ->r y ^y v >- i -^-Vx . 

10 (23) 8-^ no— 3 — ( 4 - y ^/Vfc*^^ i?^— 1 — /V) 

— 2 H - y * J ]) is — 1 - ir is . 

(24) 7-y^-3- (4-y^"/Hf^7V ? V- 1 --fAO -2H--f 

y^y yy-i 

(25) 7-^0^-3 - (4->f/H?^9v?V-l-'fA') 

15 -2H-^y^;yy-i-ty^ 

(2 8 ) 5 - y/u^-a - 3 - (4-^^W5;if^?^v- 
1--CA-) - 2H-^y^/u^-i-ty, 

(29) 5-^t3a-3 - ( 4 - y $ J V *? is - 1 

— 4 *s) - 2H--f y^;py-i-ty, 

20 (30) 6-^na-3 - ( 4 - y f-/V fc"^ 7 ^ - 1 - 4 /V) 

-2H-^ y^y u y- 1 - ty, 

(31) 7-yo^-3 - (4-^^f;w7^;; tr-< y ^ - 1 
-■ow - 2H-^y^yy>'-i-^-^x 

(32) 5-y*t2^e-3 - (4-^^f^7?;if^?^> ( -i 
25 -/f;H - 2H-^y^;p^-i-ty, 

(3 3) 5-y/V^-n-3- (4- ( 2 - t K o ^ ^^^/^) If 
(3 4) 6-^f/V-3- ( 4 - y f-AsM s<9 1 - 4 /V-) 



5 -2H-'fy^;r/ 



1 -3-^ 
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- 2 H - >f y ^ y y ^ - 1 - * v N 

(3 5) 3 - (4 - (2-tKt3^i^a: ^/^) f ^ ^ ^ _ x _ 

(36) 8 -y 3 _ ( * - 1 - -f AO 
5 - 2 H-«f y 3r / y i/- 1 

(3 7) 7-^n^- 3 - (4- K^S^-l 
— T /lO - 2 H->f y ^/ y ^- i 

(3 8) 3- U-y^tf^^V- 1 --OlO - 5-=>p- 
10 (3 9) 5-T$y-3- U-***,*^?*?*-!-**,) - 2 H— f 

y *y y 1 -*>>i7kmm, 

(41) 3 - [4 - ( 2 - fc KtJ ^isscf-A,) fc'xiy i?^- 1 - 
-Ow] - 8-^/v-2H-o^;!Jy-i-ty, 
(43) 3 - [4 - (2-t Kn ^S^jc^aO fc°^^^?^_ x _ 

(6 2) 3- {4- [2- (tT^y^-i-^^) ^^/U] tf^^- 

(6 3) 3- {4- C.3- (fc^I/^-l-^) ^Btr^3 

20 (6 5 ) 3 - {4- 14- T^A-] f 

l -/f^} - 2H-o^;yy-i-ty, 

(6 6) 3- {4- [5- (If^y i -^/p) ^v^-^J 

(6 9) 5-y?vi.-3- [4- (4-^/^yy) t-^y^^-i-^^] 

25 -2H- rydryy^ — l-^-^ N 

(7 0) 5 -y 3 _ {4 _ [2 _ (tvy^y-!-^^) 
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(71) 5 v-as- 3 - { 4 - c 3 - ( tr^y.i?^- i --r /v) 
/a i --f a-} - 2H-^y^;u^-i- 

(72) 5 - ^ ^A-- 3 - { 4 - C 5 - ( \*<< V Vis - 1 - 4 fr) 

(73) 5-7* ^A-- 3 - { 4 - [ 4 - ( tr ^ y t?^- 1 --f /V) 

fx 

10 (7 4) 5-^<^A-3- {4 - [4- (4-^7^* y/) 

a*] tr ^ x — i - 4 a- } - 2 n- >< y * ; v is — i — ^ > 

(7 5) 5-^^A-3- (4- (4- (4-^^/Vf^7^ 

y ^ - i - * >- x 

15 (76) 7-^n*-3 - { 4 - [ 4 - ( tf** P S> f - 1 — A-) 

(77) 5-^pci-3 - {4 - [4 - ( t?-< y f - 1 - A') 

20 

(78) 5-^n^--3 - {4 - [4 - ( If ^ V *S > - 1 - 4 AO 
(80) 5-** n -3 - {4 - [4 - (4-*;V*yy) ^ 

25 /v] ^x- i -4 a} - 2H-^y*;P>'-i-t^ 
(si) 3- (tr^<y *jzs- 4 -^ao - 2H-^ y^/ yv- 
i - a- v 

(8 2) 3- d-^^v^y i?^-4— <ao -2H-^y^yy^- 
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l-^-^l/5 7K#» % 

(8 3) 3 - ( (4-^/H^^7^_ ! x^tf-^) 

(90) 3- (3- (^f^75;) zTxi\f;v) - 5 - y ^ ^ 
5 - 2 H-^T y ^/ y v_ i _^- > , n 

(93) 3- (f-<y i^^-4-^/V) - 5 -y ^/V- 2 

y^y y ^- i -&^m.$im., 

(9 5) 5-^U0-3- (l-^^b'^y^^-4-^A) -2H-- T 
10 (9 7) 4-7;c=/U-3- (t°^<y Vv- 4 -^/U) -2H- 

y *y y >- i -^>-*-fb7kmmm, 

(9 8) 3- (l-^f/Hf^y i ?y-4_ /f ,^ _ 4 _ -7 ^ _ 
(99) 4 - ( 4 - y h ^^7cc=/V) - 3 - ( 1 -y f;nf^ 

15 - 2H-^y^;jy-i-t^ 

(10 0) 4- (4-^PU7x=;P) - 3- 

y^>-4-^/v) -2H-^y^;uv-i-ty, 

(10 6) 5 - y /V-^-ti - 3 - ( 1 - y y 4 

^) -2H-^y^ / /i/y-i-ty % 
20 (107 ) 5-y.h#^-3 - (1 -^f/V^p -y( 

(108) 5-fcKn3r > - 3 - ( 1 - y y ;x - 4 - 

(110) 5- (4-y^tr^^v-i-^^) -6H-fx; [2, 

25 3~c] tfy^-7-^ % 

(112) 6- (4-y^fcV^^y-x-^Vv,) -5H-fxy [3, 

2-c] t p y^^-4-^-v N 

(114) 3- (4-y^tr^7^-i_^ /V) _ 2H _^ VX[f] 
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(115) 3- (4-^f/>7$y tr^y^-i — -fAO -2H — 
x [f] ^y^ypy-i-ty, 

(116) 3- (4 -^TyM*-*?^-!-- f AO -2H [h] 

6 ^y^;yy-i-^ 

(117) 3- (4-^?VKr^/fcV<y -2H — 

x [h] ^y*/yy-i-t^ 

(120) 8-^f/v-2- (tr^y i^-4— >r ao -3H-w;y 

-4-^->- N 

10 (12 1) 2- (l-^f/l'tf^!J^y-4-'f/V) -8-^^ 
;V-3H-^t/!)V-4-tV> 
(12 3) 8-^ ( 1 - ^A> t°-< y S?^- 4 - -f 

(1 3 7) 8— ^^A"— 2 — (4-i?^^/^T^y->^i3^^ri^ 
15 is-l-^tv) - 3H-^t^!)y-4-tX, 

(138) 2 - (1-TiFfcTi'^n [2. 2. 2]*-*#^-3 
-"fAO - 8 — * 3 V V- 4 

(139) 2 - ((1-Tlftr^n [2. 2. 2 >- - 
3 --f A-) J* ^A*) - 8 — ^A- 3H-^r^y*y ^ - 4 -^^ s 

20 ( 1 4 4) 8-^^A--2- (2- (i?^f^7^ / ) a^A-) 

(14 5) 8 i-fr- 2 - ( 3 - {V* f^7 5 J ) X* fA-) 
-3H-^ty!)/-4-*y, 

(14 6) 8 2 - ( 5 - (i?* f;v7 5 y ) '^^A-) 

25 -3H-^rt/y y-4-ty, 

(147) 3- (4- (i? * 'f-Sl'TK S ) is ? u ^ - 1. - 

(14 8) 3- (3- 7" 12 
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11. (15 1) (R) -3- ( 2 - 1 ^;v- 4 - ^ ^v^^ 

(15 2) (s) - 3- (2-t Kn^^^-4-^f, 1/ ^^_ 1 
-< Y/W) -2H--f y^r/ J) ^-1-;^ 
(15 3) 3- (3-t FB^^f/P-4-^f/l/^7^- ! ^) 

10 (1.54) 3- (3 -sc h^^ < /V^=/V-4- p {^v t ^^^>/_ x _^ 

a-) -2H- fy^f/yy-i-t^ 

(15 5) 3- (3-^^tf^^-!-^^) -2H-^fy^!Jy 
- 1 

(15 6) (S) -3- (3-t Fndf^^;V-4-^^;Hf^7i;y-i 
15 -< r/W -2H->fy^yy-i-t^ 

(15 7) (R) -3 - O-tKo^f/i/^-^^nf^^y.! 

— f/w) -2H-^y^yyy-i-t^ 

(15 8) 3- (l-y^/Pt°-<i;^^-4-^^) -3, 4-i?tKP- 

2H — fy^yuy-i-ty, 
20 (15 9) s-y^-2- 12- (&sirjii,T$s) -3H-* 
tyyy-4-t^ 

(16 2) 3- (3, 5-i?;*^fcV<9S^-i — f 7U ) - 2 H-^ydf 

/ y v-i-^-^ % 

(16 3) 4- (4-^^37^/10 -3- 

25 — W -2H — fy^yyy~i-^ 

(16 4) 4- (4-7/^0 7x=/l/) -3- (l-^^^ij^y. 

4-^/p) -2H->fy^i;>-i-^ 

(16 5) 8-p<?vl— 2- (2-tr^<J7 5?/3i^) -3H-^ty*yy 
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(16 6) 8—?t =f-;V- 2 - [2^ (^Atf; V is— 4 — >f A) ^fvv] - 3. 

(16 7) 4- (2-7* f**/7a=^) -3- ( 1 ^AtT^y S?^- 
5 4 — f;v)- -2H — {y^yU^-l-t^ 

(16 8) 4- (3-7<^A:7^=A) -3- (1 -*^Hf«<j;$?V-4 

— rA) -2H — ry^p^-i-tv, 

(16 9) 4- (2-;*^A:7cc=A) -3- (1 -^A-t^y S^-4 

-><a) -2H — fy^f/y^-i-t^ 

10 (17 0) 4- (3-;* h^V7x=/W) -3- (1 -^Afc^y i?^- 
(17 1) 5-* h'friO^A^S'-S — (l-p<^/V't p ^<y ^^-4- 

^/i') -2H-^fy^;yy-i-t^ 

(17 3) 8-^A-2- [5~ (^x^/U75y) ^<^A3 -3H- 

15 

(1 7 5) 8— p*^A-2- [4- (v 5 ^ ^AT 5L / ) ^A] -3H-^ 
•^^1)^—4-^-^ 
(17 6) 8-^^W-2- [3- (tro JJ 1 — (fr) ^PfA] - 

3 H-^y y ^- 4 

20 (1 7 7 ) 7- ( 1 —?>f-?V\?'<y i?^ — 4 — f AO -6H-1, 6-^7 
^ y S?^— 5 1 / 1 0 J*Cfittjq*K 

(17 8) 5-^^A-3- (1 -^^Atr^y i^-4— YA) -2H- 

/fy^yyv-i-t^ 

(17 9) 4-^^A-3- (l-^Atf^y S*V-4->fA) -2H- 

25 y^y y ^— 1 — 

(18 0) 5- (^w^;) -3- (l-^Atr-^y s^-4-> r 
/v) -2H-- f y^y P^-i-^ 

(18 1) 5-7$y-3- (1-^Atf^y — fA) - 2H- 
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(18 2) 4- (2-7;^P7x=;l/) -3- ( 1 -y ^vHf^Sy 

(18 3) 7-^PC2-3- (l-y^vHf^y^-4-^) _ 2H- 

(1 8 4) (1-y^TvH^y -3, 

4-^t KO-2H-- ry^/ y 

(18 5) 5 -y h 3 _ ( 3 f-;VT % / \f;V) 

- 2H — r y^y y ^- i -a-^, 

10 (18 6) 5-fcKw=^_3_ (3-^f;V7$;7p^) -2H- 
(18 7) 5-y b^^^/V-^-^rV-3- (4-^y^r^y^/p) 
(18 8) 5-tKa^-3- (4 -S?y S / -2H — f 

(18 9) 5-tFP^-3- (2- (fc^y^-1-.f/V) ai^A-) 

-2H — ry^yy-i-ty, 

(19 0) 3- (1-y^/V-l, 2 , 3, 6-fh7 Kd If y 4 

-2H — fy^;yy-i-ty, 
20 (i9i) 3- (l— <^i>/ix^y^v-3-^/>) -2H-^y^yj; 

(19 2) 3- (i-y^/wt^y^v-3-MVv<) -2H-^fy^yy 
- 1 -tf-^ 

(19 3) 3- (1-y^/l^-l, 2, 3, 6-fh7tKcifi;^-5 

25 — -2H~>ry^yijy-i-ty > 

(19 4) 3- (3-fc Kn^y^fcV^^- 

y*¥y vis- 1-*>>, 

(19 5) 3 - (4 -if ;K 3 - t Kb#^^ ^7i?y- i -^/i,) 
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-2H-^y^/!)y-i-tv> 

(19 6) 3- (3-fc fcVVf^v 5 ^- 1— f 

/w) -2H-^y^/yy-i-t^ 

(19 7) 3- (4 -^y^- 3 - fc KB^^f ;Hf^9i?^- 1 -'f 
5 /U) -2H->fWPy-l-*^ 

(19 8) 5-^0^—3- (3-t W^7i?y-l-f^) 

(19 9) 5-^n^e-3- (3-fc Kt3^V^^-/W-4-^^/Vt p ^7^ 

y-i-^/v) -2H-^y^;yv-i-t>'> 
io (200) 3- (4-^yi?;^ 1 Jv?y-i-^/i') -2H- fy^y 

(2 0 1) 3- (3-fc KP^f;V^U^- l-^) -2H — f 

yaf/py-i-^' 

(20 2) 3 - ( 3 - (v*^ ^vl^/W*^ AO fcV< y v 5 ^- 1 — < AO - 

15 2H-^y*/!)y-i-*^ 

(2 0 3). 3- (3-tKti^f;v-4 — fyy^/nf^^-i- 
-yao -2H->fy*;!Jx-i-*^ 
(204) 3- [4- (??^w$y) -2H-- ry^/yx- 
• i-*->\ 

20 ( 2 0 5 ) 5-7/^13-3- (3-fc "Kb 4 - ^ 

^y-i->f;v) -2H—fy^-/y>'-i-t>' % 

(2 0 6) 3- (3- (S^^A-T^^AO f-<yi?^-l— YAO - 

2H — fy4y!>y-i-tv, 

(2 0 7) 6-^A—3- (l-^A-fc^y i?V-4— <A0 ^2H- 

25 ^y^uy-i-tys 

(2 0 8) 7 — P^A— 3 - (l-j^/Hf^y <A0 -2H- 

y 1 -aV* 

(2 0 9) 8 -^A— 3- (1 — ^^-/UtT^y S^-4— <A0 -2H- 



41 



WO 02/0947! 




PCT/JP02/04995 



(2 10) 7-y (l-^^t p ^sy^^-4_ 

-2H--<y^yy-i-^ 
(2 11) 7-tKt2^ix-3- (l-^^/vt-^y ^^_ 4 _^ /V ) _ 2 
5 H— < y y ^_ x 

(2 12) (S) -3- (3-t KctdfVy^/V-4-y^t°^7^^- i 

— YaO -5-y^-2H-^y^y y >- 
(2 13) 3- (3- (t° D y^- i-^) ^otr^) -2H-^y* 

y y i -^-^ 

10 (214) 5-yop- 3 _ (3_ t Kn=¥^y^-4-y^tf^^^ 
^-1 — T/W -2H— fy^y y ^- l-;f-> % 
(2 16) 3- [3- (fcViy^-!-^) ^ Ptr ^] _ 2H -^y^r 

(2 17) 5-tKp^-3- (3- (Ifny^-i-^v) Zfn\f;V) 
15 -2H — fy^/jy-l-ty 

(218) 5-y^- 3 - [ 2 - (tr^y^-,i-^) _ 2 
H--f y^y y 

(2 19) 3- [2- (tV^y^-!-^) -2H--fy*y 
20 ( 2 2 0 ) 3- [2- (tfop^-i-^) -2H-- rydry 

y>-i 

(2 2 1) 5-y^- 3 - [2- (tfpy^-i-^) a-^/P] -2 

H->ry=3ry jiy-i-ty 

(2 2 2) 5-y^- 3 - [3- tW- 1 

25 -- <ao -2H-- <y^y y ^-i-^-^ s 

(2 2 3) 1, 5-i?tKB-8- (1-y^-l, 2, 3, 6-fh7 

if7/o [4, 3-c] try ^-4--*^ 
(224) n, N--^y^-3- (i -y^vn^y ^-i-^w) _ 
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(2 2 5) 5-^^-3- (^-^^t FW^Ky i?^-7-->f/U) -2 

h-^t y^y y i -s / 4zMW&> 

(2 2 6) 5-y^/V—3- (t^ ^ t KB^ y K P 5?V- 7 -^f/U) -2 

(227) 3- a-y-^vvtr^y s^-i-'f a-0 -2H-i-t^y-f 
y^y y 

(2 2 8) 5-y^V-3- [3- (fcT^y^V-l—tfAO ^atVV] - 

io (2 2 9) 3- ^f^-2H->fy^ y 

(230) 3- cu-y^/n^^^- 1 — f^-) -2H-- <y 

(231) 3- (tv<y iVy^) -2H-^y^;y>'-i-ty, 

(232) 3- ii^r/v^v^-i-^M y^AO -2H->fy*;sJ>- 

15 1 — 

(233) 3- c(**tr-<yi?y-i->rA') y^/H -2H->ry^yy 

(2 3 4) 3- [3- <**tf-<JI^> — 1 — r^) ^tatf/V] - 2H f 

20 ( 2 3 5 ) 3- (1 - WT^^P i?y-4 -'f /U) -5-y^7V 

- 2 h--< y^/.y ^- i-^^i/47K#jp^. 

(2 3 6) 3- ( 4 f /V- 3 -^y 1 -"f A') -5-y 

f/u- 2 H-^f y ^y y 1 1 / 1. o*#id*> . 

(2 3 7) 3- (l-75ytf^y^-4-^) - 5-^f;V-2H- 

25 ^y^;yv-i-t^ 

(2 3 8) 3- (l- (y^y^v*^7?y) /v) 

(239) 3- ( i - mj 7-t b 7 5 y tf^ P 4 --f ;v) - 
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5-y?vl— 2H-^y3ry V >- 

(2 4 0) 3- [2- (fr^V^Vi?^- l~y(;v) ^>V\ ~ 2 H-^y 

(2 4 1) N- (5-^f;V-2H-l-^y-{y^ V 3 — ( />) 
5 -2- (^W^/) 7W^F, 

(2 4 3) N- (.5-*^/ls-2H-l-**ysCy*y Vls-3-^/U) 
-3- /P/-?>7U\ 
(244) 3- (1 -^y^/KT^y fcXjJS?^- 4— f/k) -5-yfvl- 

-2H — r y^y y v- 1 

• 10 (24 5) N- (5-^f/V-2H-l-^y-fy^;!Jy-3-^;v) 
-4- (^f;V7$/) ^>-T5:b\ 
(2 4 6) N- (2H-l-^y-ry^/y>-3— T/V-) -4- (S?* 

(2 4 7) 3- (4-y^/P-2-^y t: , '-<^^V-l — f/V) - 2H- 
15 ^ydfy y 

(2 4 8) 5-y^/V-3- — f/V) -2H- 

-< y^y y ^- 1 ^j:tj? 

(2 4 9) 3- (1-y^/Vtfn y^^-3-^T/V) -2H-^fy^/Uy 
1 2. — $5$ (I) fc*5^T, 

u 

YtfS- (CH 2 ) m - (iS^ mf*0*fc(4l-l O^^C^-f) £r^U 
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(b) 



w^s c H £ tz. \-tmmU=?- Sr^i'o 

t 0 — 3 <£>^t£^1~o 

1 3. — «*5£ (I) l-*3V>-C, 
15 ^ArdS^^V^^U. 

Yd*- (CH 2 ) m - (5t«fN 0 1 ~ 3 ©Slc^^t) Sr^U 

R 2 tfS2Mi$r^l^ 
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(a) 



)W R 6 



t # x $ tt 2 oaEXfcfr^r. 

5 R 6 ***, 7M^* fcli^ W ^ / ^) 
SfcttTlBS*; (b) Sr^-f- 



io t & 2 ©^gfe3>jj*1- 0 
R 6 & T/^/u^-f- 0 ) 



(1) 5-*^/ls-3- U-t^/vyf^&is-i-j , V ) _ 2 



i5 H->ry^/yy-i-t^ 

(3) 3- (4-^^f/i,7^lf^yi>y- -2H 

(4) 3- ( 3 - t.Ka f ;l> - 4 - ^ f ;Hf/<7i;y - ! 
20 (12)5 - * 3 - (4 J-?VT 5 / JJ > - 1 

(19) 5-fcKu3r^-3-(4-* f;Hf^7 ^ - 1 - 4 
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10 



15 



20 



(8 2) 3- (l-^A-t^y -2H-- fy^/y^- 

l -;Tvi/5;k#;&n4^ 

(9 0) 3- (3- (^yf;W75/) -5-J*^A- 

- 2 h - y / y V - 1 - 3" ^ . 

(9 8) 3- ( 1 - * f/l/tf^ IJ — 4 AO -4 -7 ai = 

(108) B-tKB^/-3- 
-<ao -2H->fy^;!)^-i-t^*;J:tf 
(121) 2- ( i ■- * ^A-tr^ y 4 --tao - 8 
/v-3H-=3f-^yy>--4-^-^ 

15. (15 6) (S) -3- (3-tKo^yf/W4-^f^7 

(17 8) 5-y^/v-3- (i-^^tr^y i?^-4->f/V) - 2H- 

(181) 5— T^y — 3— (l-y^f^y S*X-4->f A-) -2H- 

^y^;!)^-i-t^ 

(186) 5-tFo^>-3- O-^W^/T'nifM -2H- 

^y^yy^-i-t^Sil, 

(189) 5-tKo^~3- (2- (t^y^-i — fAO "a^AO- 
-2H — fy^yuy-i-t^ ^iu 5 
(2 12) (S) -3- (3-t Ko^vyf/w4-yf/^9i ? ^-i 

25 -r/i/) -5-yf^-2H-^y*yyv-i-ty 

16. (8 2) 3- (1 -^A-fcT^y v^-4-^fAO -2H->fy^ 
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(9 0) 3- (3 - (^^f/>7 5;) T-ntVl^) -5-^^/1^ 



(10 8) 5-t (l-^^/Wt"^!;-^^— 4 — 

1 7. — JRSC (I) fcJfc^T* 
10 . r ^^-tf^atSr^U 

Y^S- (CH,) m - (5£i*\ mteO ;£fctel~l 0 (OmWi^-T) «ra*U 
15 VJcfcfiT 5 / SriSL, 

r^^t^/vt §y^fc ^ria^; (b) 

(b) 



20 W«SCH**:«:sa*llK^Sr^i-„ 
t a* o ~ 3 ©^:^it, 

25 18. (I) fc*3V>T N 
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6 Y#- (CH 2 ) m - (5Sf N mteOlfcfcfil^l 0 (Dmk&^-f) Sr^U 

R&i?TA"*A'T 5: y £fcfcrFIB5£ (a) 
(a) D 5 



10 (5£ff\ W35SCH*fcl4S8*JS(^Sr3a%i-o 
t & O ~ 3 <Dmm%7jkir 0 

r 6 # s tK^% &ta>*A'T ^ y ^tz.nrr?^)v^7^r 0 ) 

19. (8 2) 3- (1 -^f /V^y -^M. - 2H--f 

y y i -*'^i/5*fWD»s 

(108) 5-t Kn^i/-3- (l-^f;Hf^Uv?y-4- 
>/w)-2H-^y^yp>'-l-^-v*5J:tJ« 
20 (12 1) 2- (l-^f;Hf^9i?y-4-^;>) -8-y^ 
;v-3H-^ft/py-4-ty 

2 0. (1 5 6) (S) -3- (3-t KB^f A'-4-^f/Hf'<? 

25 s^v— 1 — i/v) -2H-- fy^yj/-i-t^ *5j;U? • 



R' 
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(2 12) (S) - 3- (3-t Ko^^^-4-^^/Hf^7^^-l 

— jVv) -5-^f;w-2H->fy^;jjy-i-ty 

a>e>»tt*L5±iEi. ©as-a— ^ taint**,, -to^^gtt^ ^ett^og 

5 2 1. — Jg& (I) fc*3V^ 

10 YdS- (CH 2 ) m - (5£>K mttOS^tttl-l 0 ^»^r^i~) 
R^^W^, ^feftTIB^ (a) %7F-f 



15 (5£«K W^CH*fcf4SS*JS-?^f. 

t 2* 0 ~ 3 com&i&TFir. 

2 2. (1) 5-^^v-3_ (4— ^^TUf^^S?^— 1— -f AO _ 2 
25 2 3. JblBl. *>6> 2 2. ^V^^ra^O^-s.^n^b^, 



(a) 
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2 4. — (I) 



10 Yte 

- (CH 2 ) m -. 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n -s 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) n -. . 

- (CH 2 ) B -CO-0- (CH 2 ) n - s 
15 - (CH 2 ) m -0-CO- (CH 2 ) n -> 

- (CH 2 ) m -0- (CH 2 ) n ~s Sfcfct 

- (CH 2 ) m -CO- (CH 2 ) n - 

=Sr^-To R 4 «7K^^fcf*T^/v^r^-t-o - (CH 2 ) m —fr-®mk& 

20 -a-i-So) ^r^-To 

jfc/W^^f/K N, N — i?TA"3fA'jt/l'*4 i e'(-A'* 7^75/, i^7^ 
25 T $ 7 , /K TAs^-Atf-** 7/V3^W-/l'75;> ^^7 7 



0 




(I) 



51 



WO 02/0947! 




PCT/JP02/04995 



^■=e/i^ y / &7F-tl)\ &5V^T1E5£ (a) ~ ( e ) 




w» c h £ tc &mmm* ^-r 0 

s \i 1 ~ 4 0^^cSr^-#- 0 
t « 0 ~ 3 O^$r^-r o 
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->a) - 2H-^fy^/!)y-i-ty, 

(3 2) 5-^n%-3 - (4-f^;^$;^!l^y-l 

25 — -f A') - 2H-^y^/!)y-i-ty, 

(3 3) 5-7^0-3 - (4- (2-t KP^f^xf /I/) If 

^7 v 5 ^ - 1 — -f a) - 2H-^y^yy^-i-^->'x 

(3 4) 6-^^A-3- (4-yf/Vf^7V ? y-l-'f^) 
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-2H-^y^;])i/-i-ty 1 
(3 5) 3— (4— ( 2 — fc K n t° ^< ^ v 5 — l - 

(3 6) 8 — ^ f~>V — 3 - ( 4 - * T-sUM'^? 1 -^f/V) 

5 -2H-^y^;j)y-i-t>', 

(3 7) 7 -^n^e- 3 - (4- (2 — fc i 

(3 8) 3 - ( 4 <3->V fc-<7 itls — ; v) - 5 _ - h n - 

10 (3 9) 5-T5/-3- (4-^A-fcW^^- 1 — f/UO 

v^yu^-i i 

(4 1) 3 — [4— (2-t Kn^ri/xf /!/) fcf^^^V— 1 — 
(43) 3 - [4 - (2 - fc Kb ^>ar^/v) fc^y i?^- 1 - 

is /v] -7-^f/i^-iH-^y^y jjy-i-ty, 

(6 2) 3 - {4- [2- (fcXJJi^-1 — f/W) oc^/w] fcV<^£?^_ 

i -. -r/W - 2 h— < y ^ j y ^- 1 -^-^ 

(63) 3 - {4 - [3 - (tT^ V i?>>- 1 --f/u) 

f^^^y-i-^/v} - 2H--{y^;yy-i-ty v 

20 ( 6 5 ) 3 - { 4 - [ 4 - ( fc^ U ^ - 1 - J ;V) ? ;V\ fc 
(66) 3 - { 4 - [ 5 — (fc°^ ^i?y-l-^;l/) 

¥*<7 i - 2H-^y^;yy-i-ty, 

(6 9) 5—^^/1^-3- [4- (4-^*yy) fcwys^— 1 — f/l/J 
25 -2H — (y^yyy-i-^y, 

(70) 5 - * - 3- {4 - [2 - (fc^JJ^^-l-^AO 

^^/v] fc-<7 s?>- l ->f/W - 2H-^y^y j)y-i-t 
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(71) 5 - ;* <3->V- 3 - { 4 - [ 3 - (tf-<y 1 -4 JV) 

(72) 5 *f-)X>- 3 - { 4 - [ 5 - ( tr^U! $?5^- 1 ->f /V) 

(73) 5 - * 3 - { 4 - [ 4 - (t?-<y V 5 ^ - 1 --f /V) 

^7- A*] t° ^ ^ ^ - i - ^ a } - 2H-^ y^;yv-i-t 
^> 

10 (74) 5-^f^-3 - {4 - [4- (4-^;V*!);) 
AO If ^7 i?^- 1 — -f /W - 2 H-4 y *r J y f — 1 
(7 5) 5 - ^ 3 - (4 - (4 - (4-^^^t 9 ^^^^ 

-1--C/V) -fT-fr) ^v- i ->r ao -2H-^y^y 
y i — 

15 (76) 7-^0^-3 - {4 - [4 - ( bT<< J7 ^ V - 1 A-) 
(77) 5-^nta-3-{4-[4- ( tT^ y v?^- 1 ->f AO 

tr^^itzs- 1 -4 -'2H-^y*;pf-i-* 

20 ^ s 

(7 8) 5-^o^--3 - {4 - [4 - 

:/^a-] i -vf;v} - 2H-^y^y y ^- 1 

(80) 5-^ut3-3-{4-[4— (4 -^?H57 ) 

25 /v] t 9 ^ v >- - i — } - 2H-^y^y y v - i 

(si) 3 - ( tr^< y ^ - 4 - ao - 2 h - y * j y v - 

(8 2) 3- (1-y^/Vbf^y v>>—4— fAO -2H-^rwpy- 
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(8 3) 3 - ( (4 ^/H^y V> - 1 — /!✓) $>A>i$^;V) 
(9 0) 3- (3- (^pt^/V-T^/) /Ptf/W) 

5 -2H-^y^;ijy-i-ty, 

(93) 3 - ..(tr*< y i?-y— 4 ->f ;k) - 5-^f^-2H-{ 

.• yar / y ^- i - tvMi, 

(9 5) 5 n p - 3 - (1 -^9vHf^y s^_ 4 _. < ;V) - 2 H--T 
10 (97) 4-7i=/V-3 - (fc^JJ e?^- 4 --OvO - 2H- 

y y 1 -^vjKfczKiff^x 

(9 8) 3- ( 1 ^/l^e°^y 4 --Y/1-) -4-7xc^ 

(99) 4 — (4 - y h 3^>:7 - 3 - ( 1 - ^ ^V-fc: 0 ^- 

15 V V^- 4 -J /i>) -2H-^y^;!)y-i-ty, 

(100) 4 — (4— ?xxv7^=l;V) - 3— ( 1 — y fc°^ 

y^^-4-^f/v) - 2H-^fy^;yy-i-ty, 

(10 6) 5-7/V^-ti-3- (l-yf/H^^JJi;y-4-'{ 

/v) - 2H-^fy^;!Jy-i-ty> 

20 (107 ) 5-^b^->-3 - (l-^f/l/^^yi;i/-4-^ 

^) - 2H-^fy^; y y-i-ty, 

(10 8) 5-t — (l-^^^tf^<y^^-4 — 

-T/V-) - 2H-{y^;!Jy-i-^y, 

(110) 5- (4-y^fcV^^- 1 -> f/U) -6H-fxy [2, 
25 3-c] bfy^>--7-^-^ 

(112) 6- U-y^vUf-^S^-l — fAO -5H-fiy [3, 
2-c] t°y ^^-4-^-^ N 

(114) 3- U-^fvVfcf-^^-l-^VV') -2H-^yX [f] 
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(115) 3- (4-^f/w75; tr^y i?v-i-^r^) -2H — *v 

(116) 3- (4-yt/V^7v?^-l-'f^) -2H -^X Ch] 

(117) 3- (4-^W5; tv* y -2H-^y 
x [h] y y ^- i 

(12 0) 8-^^-2- (fc°-<y i^-4 — <A-) -3H-W!>^ 
10 (12 1) 2- ( 1 f/H?^ y i?^- 4 --f 7V) -8-^^ 

^ - 3 h - -r y 4 - * >- s 
(123) 8-^h^^-2 - 

(13 7) 8-^^/1 — 2— (4-i^yf/l'7 5/->'^o^^t 

i5 ^-i-^r/i-) -3H-*t/py-4-^y, 

(138) 2 - (1-TiffcT^Ei [2. 2. 2] ^ffls-S 
-4;V) -8-^/V-3H-^ty!)y-4-ty, 

(139) 2-((l-Tf*trS^t»C2. 2. 2 ] * * * V - 
3 ^ ?- 7 \,) - 8 - ^ ^/V- 3H-*t^!I 4 

20 ( 1 4 4) 8-^/V- 2- (2- (*^W5 /) 
-3H-^t/U V-4-^~^. 

(14 5) 8 - ^ ^/V- 2 - ( 3 - (^^f/V7 5 y ) tf/V) 
-3H-^ty!) ^-4-^-^. 
(14 6) 8 - * ^/V- 2 - ( 5 - (i?^f/>7 5 y ) ^V^V) 
25 -3H-^-^> f y>'-4-^->'^ 

(147) 3- (4- (i?>f/V7 5/ ) V* n^^if-V- 1 - 

(14 8) 3- (3- (4-^^tr^7^-l — <M -fXiMfV) -2 
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h — ry^/yy-i-^;twc 

(15 1) (R) -3- (2-fc Kn^So<^-4-;rf^fcV<7^- 1 
— f/W) -2H-/fy^yjjy-i-^ 
(15 2) (S) - 3- (2-fc Kn^f/W4-^f;^7i?>-i 

(15 3) 3- ( 3 - 1 Ka dfi/y f 4 - ^ 1 — { ,u) 

(15 4) 3- (3 — ac. h 4 - ^ f^tXy 1 

10 (155) 3- O-^^vn^^s^- 1 — f/u) -2H-/fy^yy 
- 1 

(15 6) (S) -3- (3-fc Y***/**3-fl — 4-y^;Hf^7i;i/- 1 
--fAO -2H-/ry^;y^-i-ty, 
(15 7) (R) -3- (3-t Kn^f;V-4-^f/Hf^7i?y-i 

15 --jV^) -2H-^y^py-i-ty s 

(158) 3- (1 -^t^tr^y ^>_4_^ /V ) _ 3> .4— s?t]? 0 _ 
2H-^y^;uy-i-ty > 

(159) 8-^^-2- [2- (^xf;V7^) a^AO - 3H -^ 

t/yy-4-ty, 

20 (1 6 2 ) 3- (3 , 5-^^/Hf^<9^-l— T>W) -2H-^y^ 

yy^-i 

(16 3) 4- (4-yf;V7x=;l^) -3- ( 1 ^/Hf^y 4 

--f/w) -2H — fy^/yy-i-ty, 

(16 4) 4— (4 — 7x=;l/) —3— ( 1 — ^/Hf^y 

25 4-^/1/) -2H-^y^JJ^l-^ 

(16 5) 8-;*9vV-2- ( 2 - fcV< y $V -SH-^tyy^ 
-4-^ N 

(16 6) 8 9vl— 2 - [ 2 - (^-/^ JJ^ — 4 — T/1-) 31^] - 3 
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(16 7) 4- (2-7< b^S^as^) -3- (1 -tf/W^V v^- 

4— </v0 -2H-^fy^;ijy-i-ty, 

(16 8) 4- (S-^/U^jcsAO -3- (l-^/Hf^P v?^-4 

(16 9) 4- (2-^f/W7i=;l/) —3- (l— ^^vVtr^US^— 4 

(17 0) 4- (3-^ h**>7^~/l') -3- (l — tf-fvy*^) 
4--f ;v) — 2H— <<y*J V is-l—X-^s 
10 (171) 5-* Y^sff-JVtt^-S- (l-^^vH^IJi^-4- 

4 As) -2H-^fy^ypy-i-ty, 

(17 3) 8 - ^ 2 - [5- (S^x^A'T^V) ^i^/V] -3H- 

(175) 8-;*<?VW-2- [4- (i>^^/WT^/) -ff-W --3H-* 

i5 ^^y^-4-^-^ 

(17 6) 8-^^—2- [3- (tfta JJ i?^- 1 -</W) t^k] - 

3H-^t/yy-4-t>', 

(17 7) 7- (1 — ^^yVfcViy S^V— 4—^*0 -6H-1, 6—7-7 

fy^y-5-tyi/io*g, ^ 

20 (1 7 8 ) 5-^^/1 — 3— (1— ^^/Hf^US?^— 4 — fA<).— 2H — 
(17 9) 4-^^/V-3- (1 -^^vVt^JJ 4— -OV) - 2H- 

'fy^yyy-i-tv, 

(i8o) 5- (^f/vr^y) -3- (i-^^/nf^y^-4->r 
25 ao -2H-^y^yyy-i-tys 

(18 1) 5-T5/-3- (l-^^VH^y — YA) - 2H- 

'fy^/yy-i-ty, 

(18 2) 4- (2-7/Vto7x^) -3- ( 1 -;* ^VV-tf^y S^V- 
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4— -2H-'fy^yy-i-t^ 

(183) 7 P n- 3 - (l-^^/Vt°^<y ^-4->f/V) -2H- 
(18 4) 5-t Kt3^-3- (1-^^/Hf^y ^-4-^T/W) -3, 

5 4-i>tKn-2H->fy^;py-i-t^ 

" (185) 5-y (3 -i^;* ^ / t>/V) 

-2H-^y^; y >--i-^-^ N 

(18 6) 5-tKa^i/-3- O-^^T^y^ntW) -2H- 
io (187) 5-*h 3rVy 3 - (4 -3?* f;u7 ^ / ^/v) 

-2H — fy^;yy-i-ty, 

(18 8) 5-tKP^-3- (4-^W5/^) -2H- f 
(18 9) 5-fcK^^v-3- (2- (t°^y v>>— 1 — Y/V) 3^VV) 

i5 -2H-^y^;uy-i-t^ 

(19 0) 3- (l-y^A~l, 2, 3, 6 —X h7tKofy v^- 4 

-^/W -2H->fy^y p v- 1 

(191) 3- (i — <^vV^txy 3 -4/^) -2H-^y^yy 
20 (192) 3- (i -y^vv-t^y i^^-3-^/v) -2H — ry^yy^ 

- 1 -3rls^ 

(193) 3- (1-y^-l, 2, 3, 6-Th7t Kntfy^^-5 

-^/vO -2H-^y^;jiy-i-t^ 

(19 4) 3- (3 - 1 Kn f ;V^7 i?^- 1 -^f^) -2H— 
25 V >- 1-^-^x 

(19 5) 3- U-^fvW— 3-t Kia^Vy^Hf-^^^^-l-^^) 

-2H-- - r y^y y >-i-^v % 

(19 6) 3- (3-t KP^yf;i'-4-7 , o tr/n^^s^-i — * 
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/w) -2H — f'y*yy> — l-^*^; 

(19 7) 3- 3-t KP^v'^^V'lf^^^— 1— f 

)V) -2H-/fy^JJy-l-t^ 
(19 8) 3- (3-fc Yxx**/* t 3->\'\f'< 3 7*?i/-\-s(M 

5 -2H-^y^;5y-i-ty % 

(19 9) 5 -zfu^- 3 - (3-t Kn^f;W-4-^^^^ 

^-i-^/v-) - 2 h-^t y ^-l-a-vv 
(200) 3- (4-tv<y t°-<y s^-i — cao - 2H-^y^/ 
y ^- 1-#->\ 

10 (2 0 1) 3- ( 3 - 1 Kn ^f^^ f /Hf^ U v^-.l -'f ^) -2H — ( 

y*/ y i -^-^ 

(2 0 2) 3- (3- (^^/V^/W^t^A) tf^y v?V- 1 f A) - 

2H — { y*; V ^- 1 

(203) 3- (3-t f V^/^^-y 1 - 

i5 ^f;v) -2H-^y^;';y-i-^ 

(2 0 4) 3- [4- (^f/W7?y) 7*<J-!V\ - 2H- j y*cS }) ls- 
(2 0 5) 5-7/^13-3- (3-tKP^f/>-4-^f/^7 

^x-i-^ta) -2H-- fy^yyy-i-t^ 
20 (206) 3- (3- (^^7?yyf;v) tv^y^-i-^A) - 
2H-^y^; y 1 — 

(2 0 7) 6-^^/1^-3- (l->f;Hf^Ili?y-4-^) -2H- 

^fy^uy-i-t^ 

(2 0 8) 7 — t^/V— 3 - (1-^AfcV^yi^ — 4-^A) -2H- 

25 ^fy^yuy-i-t^ 

(2 0 9) 8-^^/1—3- (1 -^^t°^y i?V-4-^/V-) -2H- 

y^y y ^- 1 -^->'> 

(210) 7 (i-^^^.yv?>-4- 
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^r^) -2H-^ydE-yyy-i-^ 

(2 11) 7-tKndr^-3- ( 1 ^vHf^y 4 — f/V) -2 

H — fy^yjjy-i-^lii, 

(2 12) (S) -3- (3-t Kn^V^^-4-^^/Wt*-<7^^- l 

5 -. <(/v) -5-^f;v-2H- fy^y y ^-i-^-^ s 

(2 13) 3- (3- (¥uVi?l/-l — f/V) T'otVV) -2H--ry^ 

y y >~i -;*->\ 

(2 14) 5-^nta-3- (3-t FD^f;l/-4-/f;H;X7i; 

^-l-^f/W -2H-^y^;yy-i-ty % 

10 (2 16) 3- [3- (tr^ys^-l —Ov) ^atVv] -2H--fy^ 

(2 17) 5-tKP^>-3- (3- (tTia y ^V- 1 ( ;V) ^xi\f;V) 

(2 18) 5 3 - [2- (tVp ^y- ^/V] - 2 

15 H-^y^;yy-i-ty, 

(2 19) 3- [2- (t°-<y 1 -^/V) rcfvl/] -2H-- (y*r/ 

y>-i-^-^ 

(2 2 0) 3- [2- (fcTn y^>>>- 1-- (VV) cn^] -2H-^y*V 
y V- 1 -;T>\ 

20 (2 2 1) 5-y^-/W-3- [2- (If P y 1 ( ;V) ^;V\ -2 

(2 2 2) 5-y-5vV-3- [3- (t'py t?>-l-^/V) ^ntf/U-i 

-2H — fy^;yy-i-ty % 

(2 2 3) 1, 5-i?tKu-6- (l-*77U-l f 2, 3, 6 h V 
25 fc Ktif ys?V-4— f/V) [4, 3-c] tfy^-4-^ N 

(2 2 4) N, N— i^y^vP-3- (l-^f-zl/txy^y-i — f^) _ 
2 H- 1 -t^y>f y / 5 y- 5 Kl/4*ta&D4fe % 
(2 2 5) 5 -y 9vP-3 - (^"^^fc Ko^^KU 7— f^) -2 
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(2 2 6) 5-^^-3- (t^^t — -2 

(2 2 7) 3- (l-^^fcV^y^-l-^^) -2H-l-t^y^ 
(2 2 8) 5-^/1—3- [3- (tf^y ^-1-^/V) y*ufc^3 - 

2H-^ry^/ y >- 

(2 2 9) 3- (v^^vKT^/) ^f/l'-2H-^y^ y ^- 1 

(2 3 0) 3- [(4-^^t p '<7^-l — fAO ^^/V] -2H-^y 

io y ^- i — 

(2 3 1) 3- (t°^<y i?S - 2H->f V*cJ y is- i -^-^ N 

(232) 3- [(^-/w^y ^- 1 ->r/^) -2H — fy^r/yx- 

1 

(2 3 3) 3- [(/fr^fc^y S?^- 1 — T/^) -2H-^y=¥/y 

15 iS—l—XrZSy 

(2 3 4) 3- [3- Ofc^fc'^y 1 -- YA') yolf^] — 2H— 

y^y y ^- 1 -3-^, 

(2 3 5) 3- (1 -^7 7^ /Hf^y S*^- 4-^/1") 

- 2 h->t y^y y ^- 1 -^i/A^mm. 

20 (2 3 6) 3— (4-^f/l/-3-t^y^7^- 1 — </V) — 5 — > 

fvi"- 2H — fy^r/ y ^-1-^-^1/1 07X#Jn^) N 
(2 3 7) 3- (i-t%; t°-<y $?v-4— taO -5->f;v-2H- 
^y^f/yy-i-^ 

(2 3 8) 3- (l- (y. ^ ^*>i<-fc~?vT % / ) t°-<y &is-a-4a>) 
25 -5-^f;v-2H- fy^/ y ^-i-*-^ N 

(2 3 9) 3- (l-hy7/^a7-feb75/t°^y^-4 — fA) - 
5-y^vi — 2H-/fy^-y uy-i-t^, 

(2 4 0) 3- [2- Ofc^et^y 1 -s(jV) ^.*$-;V\ -2H-^y 
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(2 4 1) N- (5-**7U-2H-l-tf*>*y<y*-y jj V_ 3 _ /f/1/ ) 
-2- (itt^A'TfiS) T±*$ h\ 
(2 4 3) N- (5-^f/V-2H-l-tWy^!)y-3 — f/V) 
5 -3- (i^y^vW^ y) ^P/n'^T^ b\ 

(2 4 4) 3- (1 -S?>^7^ fcV*y S?>-4 — f/P) -5-y^vt- 

-2H — f y^y y y- 1 

(245) n- (5-^f/v-2H-i-t^y>ry^ y ^-s-^/u) 
-4- (^y^vur^y) ^^tu\ 

10 (2 4 6) N- (2H-l-^-dry^ydr/ y _ 4 _ 

(2 4 7) 3- (4-y^/W-2-^-^y fcV* 93^-7-1 — T/V) -2H- 

(248) 5 -y^vV- 3 — (1 -y^fn y ^^-3— fyw) -2H- 

15 ^y^/yy-i-ty, feit; 

(249) 3- (i-y^/vt o uy ^^-3— r/w) -2H-- ry^-yyy 

(1) 5-y^v>-3- (4-y^vPfcV^i?>- 1 — j'/l') -2H->fy 

20 ^ypy-i-ty 

(3) 3- (4-^y^;U7 5y tf^U^y- l-^/i,) -2H 

(4) 3— ( 3 — t K p sap- t^y 4 - y ^<y 1 
-sf/u) - 2H-^y^;jy-i-ty, 

25 (12) 5-y^-A<-3— (4-^^f^7^yif^y^y-i 
--fAO - 2H-^f.y^ / /py-i-ty, 
(19) 5-t - ( 4 -y ^/Vfc°^<^ ^ i 
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(8 2) 3- (l-y^vuf^y ^-a-^(?v) -2H-^y^yy- 

(9 0) 3- (3- (e?^f;v7 5/ ) zfn\fjv) -%-*^-j\> 

-2H-^y^;uy-i-ty, 

5 (9 8) 3- ( l - ^ f ;nf V 4 ->f ;v) -4-7 = = 

/v-2H-^fy^; y^-i-^^i/s 7k#;to<£K 

(10 8) 5-t Ku^'>-3 - 

-oiO -2H-^y^.;yy-i-ty33it)! 

(12 1) 2- (l-^^vUf^IJ $^-4-^ AO -8-^f;W3H- 
10 W!Jy-4-^;ttJ ! |C 

(15 6) (S) -3- (3-fc Kb W^-^-^f^?*^-! 

(17 8) 5-^^7V-3- (1 -^A-tf-^y e^V— 4 — Y/U) — 2H- 

15 (18 1) 5-7^-3- (1-^^tr^y ^V-4— fA-) -2H- 

(18 6) 5-tKB*V-3- (3-^W5/^n'tfA) -2H- 

(18 9) 5 — t kb^>- 3— (2- (tr^ys^-i — <A*) 
20 -2H — ry^yjjy-i-ty, 

(2 12) (S) -3- (3-t Kn^f/V-4-^f/V^7i?y-l 

-^ao - 5-^f/i/-2H-^ r y$r> y ^- 1 -^jwrr ^-e^ 
(8 2) 3- (l-^A-t^y i^-4-^f a-) -2H — rv^yyy- 
i -^l/s^tt;*^ 

25 ( 9 0) 3 - ( 3 - (^^f/V7?;) /Blf/V) 

-2H->f y^f/yy-i-tyjsit; 

(10 8) 5-fcKn^-3- ( 1 ^/v\f-<V 4 — fA-) -2 

H-fy^/jJy-i-ty;!^ 
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(15 6) (S) - 3 - ( 3 - 1 KP f 4 - ^ ^f^7 i^y- 1 

-> <a>) -2H — fy^/yy-i-^y, 

(17 8) 5-*?vV-3- (l-^5vVfcV<y — -2H- 

^y^y y ^_ 1 

5 (181) 5-75;-3- (l->f;Hf^y^- 4 -^) _ 2 H- 
(18 6) 5-tKo^/-3- (Z-*J*^/VT%;*7xi\?;V) -2H- 

(18 9) 5-fc (2- (fc^ys^-l — f/V) ac^vw) 

10 -2H — f y *S V :fc5<fcTJ* 

(2 12) (S) -3- (3-t KadrV7 { ^/V-4-^^V't°^7^^- 1 

— f/w) -5-^^- 2H-^ry^/ y >- 1 -a-^asffs-u^. 

— (I) KUjBl^ 

(CH 2 ) m - (^ % m«0^fc«l~ 1 0©aOfe*^r) Sr^U 
R^^r^/VT^/*fe»_h|BS: (b) 
25 t tf* o ~ 3 (omk&y&'t. 

(8 2) 3- (l-*^;)s}?'<Vi?>'-4-'t/l') -2H-4y*cS VI/- 
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(10 8) 5-t (l-^f;Hf'<i;i?>'-4- 

^/v) - 2H-/fy^;r/-i-ty^iu ! 
(12 1) 2- (l — ^^vn^y — f;v-3H- 

5 4 -^j&w* lv\ 

— ^ (I) K:*3V>T, 
10 iAr^fy»U 

Yd$- (CH 2 ) m - (5£4U mteO£;fott:l~l 0 cD»^r^N-) $r**U 

15 is* t'teT ^ / U 

RdS>?T/V^7^T^/*fc«±|B^; (a) 

t & 0 ~ 3 Og$c£-^-fo 

20 R 6 ^tK#s v^T/^/l-T^/^fe{*T/l-^/V'^1-o) &&i-fc-&m*£ h 

(15 6) (S) -3- (3-fc Kl3=3r^^/V-4-^^Hf^7^ ? ^- 1 

— <a0 -2H-^y*;yy-i-t^ ^itf 

(212) (S) - 3- (3-t KP^f/V-4-^f;Hf^7^-l 
(I) {-*sv^ 
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Y*S- (CH 2 ) m - (5*tfr % mISO ^fcttl-l 0 (D^L^ir) §r^U 
RtfS^T/^/PT ^ y . £fcfS_hf2:i£ ( a ) 

t a* o ~ 3 og^:^^ 

(1) 5-^^/V-3- (4-^^t°^yi^^-l — f/U) -2H--fy 
15 R l ©fMfi:LTI4, j|Ar^yfyj|^5^ (III) 



0 




(III) 



2 7kHMm, i/47kmm. i/57kmnM, i/iotk#ap%, 3/4 
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(1) (3) 
^yt7"(Chem. Ber.)I10 2t 36 56-36651, 19 

io 6 9mz-ffM<D—m& (i) (oit&m j\*&mm*. ^mm*. a 

«r«K* y ? A % .«Bfa*c*^ y ? a n ^g&-*- h y $ a, h y ? a n 

h y wm* v t» y tk^^ y 

— ;vi£¥<D7;Vzi— A\ etfUfs ^^f;v*M7 

?>^iB«i£&a *£fcte*i^-c, ^a^^o^tas-eo. 1 (6 

20 ft) ~ASmM5Lfo^ZZ.k\Z.£<>X-WL&. (3) <Dfc&W*nZZb& 
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(4) (6) ( 7 > 



M££>P«S-T? 0 . 1 (6#) ~4 8^ra^^t3^>r K (5) 
5>iaoT-^ (6) <Dfc&W*m*>o *^T— flS^ (6) ^bl^Sr 

15 ^r^U^^ i?* ^vWaJvl' A T $ h\ ^vl^/I^ h\ N - ^ ^VV— 2 

©jSSSia^T? o . l (6^) ~4 8 f^WHJS $ **c— «5*: ( 7 ) \z?jk ufc-fb 



20 
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— ivta; (8) <o\\&m ai k \%mm. 1 ~ 4 <or 

10 &S&-1 N 4-^dr^^^g^P^ 0. 1 (6#) ~4 8^«$t 

(9) ©fc^£#5^i;as-T?#5 0 (9) 

©a«EauE-e— ( 2 ) <n%&m to. 1 ( 6 #) ~ 4 8 Nfws/s 

n t ( 1 0.) £>te-8^5r#5 r £ as-?# s 0 

^&4 

R 1 nc— y— 1 

V. COOH 

(11) (13) 

20 — (11) ©-fb^ (5£*, R s «tK^. tvv^/k M^St^-utvn 
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SB** 7y|) 4 TA'aetis (&%.V<te* h*ris) T*&5 e ) i-iRsfc (1 
2) ©^#?Srn-^/uy^t>A x y^AS^f y^tf/W^ Ks y^- 

>\ 1, 4— V % ^fett^^fcOtt^Oj&a-ffi^llJfcaf) <K -78^ 

a»fc»&©»«Hfi&*co. i (6#) ~4 s^TO^tsifiJiiot- is 

10 ^ (13) ©fc-g^$r#3*a*-eSt5. 




(11') (13) 



15 /W7 $ y (r 2 f^*5 it 5 ^r/t^/KT 5 y k mm) &7F-r) t (12) 

©-rfc-a^&n-^/^y ^<7A S y^^^y7°nlf;V7U\ y^A 

v^ast % k n y ^ t> a if x?. h y ^ 5vv-> y /ur 5 k& if ©^rw^^-fb^ 

20 1, *fcttitt6>©«*©j!ft^«^*^) tf» N -7 8^ 

e»?e*K©3t8K?aft*eo. 1 (6#) ~4 8^»$t5$!aot-^ 

(13) ©ffr^%£#5*:tfS-C£:5 0 
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±nm v 5 54ft wt3fc&# par p ®m&m &g u smmmsm. mmm 

6 ft-stm. mmk mm®, mam* mm. mmvsM*v) 
a^tm /St»safc5v^^*if) <DMnx*mn&)-£rc}mmnmz& 

t&x%, ^is©^itt, fc&%><Dwm. 

teEJUftl^ >&0. 0 1~5 Omg/A/Ek £ U < ft O . 0 1~2 0m 
g/A/BS^-^^ *fcftP«Jfctt#f|0. 0 1~15 0mg/A/B, # 
25 ^b<«0. 1~1 0 Omg/A/0S#^tt5^fcdSM*bV\ 
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rnmw i 

f/Hf^7^y 2 m 1 |!l«fcF U 120 *C"C 4 ^F^»^Ufc 0 KJ»T 
h^7^-|CtiiLfc. ^np^A:^;^=2 0 : l$fgfcfc}#<£: 

Etu 5-y^/v-3- (4-y^/wt°-<7^^- 1 — <?V) -2H->fy 

10 ^/yy-l-tyo. 3 7 3 gSr#fc. 1^1 8 6-1 8 81C/^. 1 
H-NMR (4 0 OMH z, CDC 1 a ) d : 2. 4 1 (3H, s) , 2. 4 
7 (3H, s) , 2. 6 0-2. 6 5 (4H, m) , 3. 3 0-3. 3 7 (4 
H, m) , 5. 7 8 (1H, s) , 7. 18 (1H, t, J=8Hz) , 7. 
40 (1H, d, J = 8Hz) , 8. 13 ( 1 H, d, J=8Hz) , 11. 

15 3 9 (1 H, b r S) . 

mmm 2 

3-^no-2H-^y^/yy-i-tyi. o gN 3-^y^r^y 
\?uvi?>2mi%m^xmMMi tmmzBj&%ft\,\ 3- o-^y^ 
;i/7^/ 1 ->r/io -2H—4 v 1 95m 

20 g^#fc. i^2 3 3-2 3 4V^. 'H-NMR (400MHz, CD 
C 1 3 ) 6:2. 2 9-2. 3 3 (2H, m) , 2. 4 0 (6H, s) , 2. 
98 (1H, brS), 3. 40-3. 50 (2H, m), 3. 57-3. 
70 (2H, m), 5. 38 (1H, s), 7. 08 (1H, t, J = 8H 
z), 7. 26-7. 29 (1H, m), 7. 43-7. 47 (1H, m) , 

25 8. 14 (1H, d, J = 8Hz), 9. 95 ( 1 H, brS). 

• mmm 3 
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3-?vv-2H-s{ V >—l—Xr>'l. Og, 4-^^75/ 

^2mi zm^xmrnwi bmm\z&j&&ft^\ 3- u-*s*?- 
/vr$y^y^-i — r/v) -2H-^y^;r/-i-ty3 8 3m 

g».M2 0 4-2 0 5V^I. X H-NMR (4 0 0MHz, CD 
5 C 1 3 ) 6:1. 7 1-1. 7 4 (4H, m) , 1. 9 7-2. 00 (2H, 
m) , 2. 3 6 (6H, s) , 2. 7 6-2. 8 2 (2H, m) , 3. 7 0 
-7. 73 (2H, m) , 5. 76 (1H, s) , 7. 38 (1H, d, J 
= 8Hz) , 7. 54 (1H, t, J = 8Hz) , 8. 25 ( 1 H, d, J 
= 8Hz) , 9. 98 (1H, brS) . 

io 

3-^op-2H- fV^r/ V>~ Og, 2-tK0>^f 

/V ,_ ! _^f;n;X7 s?^ 2 . o g srjiv^-agjgtf!) 1 t mm\z&j&£^ 3 

- (3 - 1 Kt3^^t { ^/^-4-^^H^'<7^V- 1 —- fAO -2H->f 
y^J)y-l-ty5 9m g r#fc„ M1 9 3-1 9 4 < C/#0. X H- 

15 NMR (4 0 0MHz, CDC1 3 ) 5:2. 50 (3H, s), 2. 64- 
2. 70 (2H, m) , 2. 9 5-3. 0 5 (2H, m) , 3. 30-3. 
35 (2H, in), 3. 43-3. 46 (2H, m) , 3. 73 (1H, d, 
J = 12Hz), 4. 07 — 4. 11 ( 1 H, m) , 5. 85 ( 1 H, s) , 
7. 31 (1H, t, J = 8Hz) , 7. 42 (1H, d, J = 8Hz) , 

20 7 . 5 5 - 7 . 5 8 ( 1 H, m) , 8. 2 6 ( 1 H, d, J = 8Hz) , 1 
1. 8 9 (1H, b r S) . 

3-?uv-2n-'C y*; y y-i-tvi. Og, 4-T$/fcV^^ 

y2mi zm^xmrnm 1 b mmi'ZLfo&ft^ 3 - (4 -r ^ ; tr-<^^ 
25 y-i->f/v) -2H->fy^yyy-i-^l:#s. 

^«J6 
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3-^no-2H — fy^/P^ — l-tf-fl. Og, A-^^^-;VTK J 

v^9i?^2mi &m^TMMmi kmmz&j&&n\<\ 3- u-^y^ 

;V7$/^7^y- l — f/v) -2H — f y^y D 1 -^-^Sr^5o 
3lJfe0!l7 

5 3-^no-2H-^y^r/!Jy-l-t>'l. Og N 4 -/n fc°A-fc°^7 
^2ml $rffi^TH»J 1 £ mm\zfclfc$:ft\,\ 3 - (4 -^o fcVvt°^ 

9*s-y-i-< -2H--r y^y y ^-1-^-^8 img^7t 0 jRA 

2 0 8-2 0 9X:/frM. X H — NMR (4 0 0MHz, CDC 1 3 ) 5:0. 
97 (3H, t, J = 8Hz), 1. 5 6-1. 6 0 (4H, m), 2. 68 

10 -2. 6 9 (4H, m), 3. 2 7-3. 2 9 (4H, m), 5. 7 7 (1H, 
s), 7. 27-7. 31 (1H, m), 7. 41 ( 1 H, d, J = 4Hz), 
7. 54-7. 5 8 (1H, m), 8. 25 ( 1 H, d, J = 4Hz), 10. 

3 0 (1H, b r S). 

15 3-^BB-2H-^WJJ/'-l-^l. 0 g> 4-y^^/V^^ 

;H:V7^2m 1 ^m^xmmmi ilH«^jcS^v\ 3- (4-y^ 

i/^tvib^v^^y 1 — r/v) -2H— y y^y y >—i-^-^4 9 

m g £#fc 0 i^2 5 7-2 5 9 < C/^jS|. 1 H— NMR (400MHz, C 
DC1 8 ) 6:2. 90 (3H, s), 3. 39 (4H, brS), 3. 51 
20 (4H, brS), 5. 8 4 (1H, s) , 7. 3 2-7. 3 6 ( 1 H, m) , 

7. 4 4 (1H, d, J = 8Hz), 7. 60 (1H, d, J = 8Hz), 

8. 20 (1H, d, J = 8Hz) , 11. 6.(1H, b r S) . 
HJSM9 

25 =>wtr^7^^2m i zm^xmrnmi tmm^s.ft^n\r\ 3- u-^ 

h^^/^^/n: 0 -^^^^— 1 — ^/v) - 2 h— -f y^y v 1 — 

8 9 5mgWc, Ml 9 1-1 9 2°C/##p. 1 H — NMR (4 0 OMH 
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z,'CDCl s ) 5 : 1. 30 (3H, t, J = 4Hz) , 3. 26-3. 2 
9 (4H, m), 3. 56-3. 57 (4H, m), 4. 17-4. 22 (2 
H, m) , 5. 84 (1H, s), 7. 33 (1H, t, J = 8Hz), 7. 
44 (1H, d, J=4Hz), 7. 58-7. 8 7 (1H, m) , 8. 2 
5 4 (1H, d, J = 8Hz), 12. 05 (1H, brS). 
HJfe^J 1 0 

3-^pb-2h — (y*y py-i-t^i. o g % 4— ^/M^t^ 

7^2m 1 £r^-C|£&£0i! 1 ^^^®S^=fTV\ 3- (4-^/l^^r 

tf^o?>_ i— ^/v-) - 2H--T y^V y ^-1-^6 2 3mg£r#fc„ 
10 Ml 7 1-17 2°C/$m. X H — NMR (4 0 OMHz, CDC 1 3 ) 5 : 

2. 47 (3H, s), 2.52 — 2. 54 ( 2 H, m) , 2. 71-2. 

74 (2H, m), 2. 89-2. 91 (2H, m), 3. 50-3. 59 
(2H, m) , 3. 7 1 (2H, m) , 5. 5 7 (1H, s) , 7. 14 (1 

H, d, J = 8Hz) , 7. 29 (1H, t, J=8Hz) , 7. 48 (l 
15 H, t, J = 8Hz) , 8. 14 (1H, d, J = 8Hz) , 10. 36 (l 

H, b r S) . 

$mm 1 1 

3-^pp-5- ^f^-2H- <y*J V V— 1-tVl. Og, 

t°-<7 i?^ 2 m 1 SrfflV^I&tefll 1 k iafflfctc£afc*rfi l V\- 5 -**? 

20 /v—3- (4— .^/i/***?**?^— 1-— ^aO -2H->fy^;!Jy- 

1-^-^0. 3 7gl:#fc 0 'H-NMR (CDC1 3 ) d:2. 0 0-2. 
09 (2H, m), 2. 41 (3H+3H, S), 2. 5 8-2. 6 5 (2H, 
m), 2. 7 5-2. 8 3 (2H, m), 3. 5 5-3. 6 0 (2H, m), 3. 
61-3. 68 (2H, m), 5. 50 ( 1 H, s), 7. 03 (1H, t, 
25 J = 8Hz), 7. 33 (1H, d, J = 7Hz), 8. 06 ( 1 H, d, J 
=.8Hz), 10. 10 (1H, brS). 

mmm 1 2 
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3 u n- 5 <?At- 2 H-4 V*cS UV- l-^Vl. 0g> 

^ f/p7 5;f^y^y2mi zm^xmrnm i £ ra^fcassrff v\ 5 - 

/y^-l-^->-l. 17g^r#fc 0 fifc£2 1 7-2 1 8X>M&/ftM. 1 
5 H-NMR (4 0 OMHz, DMSO-.d 6 ) d : 1. 44-1. 55 (2H, 
m) , 1. 7 6-1. 8 4 (2H, m) , 2. 19 (6H, s) , 2. 15 
-2. 22 (1H, m) , 2. 39 (3H, s), 2. 65-2. 72 (2 
H, m), 3. 65-3. 72 (2H, m) , 5. 65 (1H, s), 7. 
19 (1H, t, J = 8Hz), 7. 39 ( 1 H, d, J = 7Hz) , 7. 
10 8 8 (1H, d, J = 8Hz) , 11. 13 ( 1 H, brS) 

mmm 1 3 . 

3-^np-5-^f/v-2H-^y^/!Jy-i-tyi. og; 3-v* 
p« 5 y tf » y 2 m 1 ^^v>T^jg^j 1 1 mmz.Ej&&ff\,\ 3 - 

( 3 - * ^SWWy-l-s(;V) -5-* 7-A> - 2 H — f y * 

15 / JJ y- 1 - ty 0 . 1 5 g 'H-NMR (DMS O - d e ) d : 1. 

7 2—1. 8 3 (1H, m), 2. 01 — 2. 16 ( 1 H, m), 2. 1 

8 (6H, s), 2. 32 (3H, s), 2. 7 0-2. 78 (1H, m), 
3. 14-3. 19 (1H, m), 3. 29-3. 38 (1H, m), 3. 
4 6-3. 5 9 (2H, m), 5. 22 ( 1 H, s), 6. 90 ( 1 H, 

20 t, J = 8Hz), 7. 28 C1H, d, J = 7Hz), 7. 80 ( 1 H, 
d, J=8Hz), 10. 64 (1H, brS). 

mmw 14 

3— ^tan— 5— ^f/U-2H->f y^/ V >— 1— 1 . Og, ^A^ 

■ y>2mi&m^xmmmibmm\z5Lj&&n\<\ 5-^^-3- u- 

26 ^E-A'SfcJ/y) -2H-- fy^ypy-l-t^O. 43gWc 0 X H-NM 
R (CDC1 3 ) d: 1. 68-1. 80 (2H, m), 1. 95-2. 
0 5 (2H, m), 2. 35-2. 43 (1H, m), 2. 46 (3H, 
s), 2. 5 6-2. 6 3 (4H, m), 2. 7 6-2. 8 5 (2H, m), 
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3. 70-3. 8 0 (6H, m), 5. 78 ( 1 H, s), 7. 16 (l 
H, t, J = 8Hz), 7. 39 (1H, d, J = 7Hz), 8. 13 (l 

H, d, J = 8Hz), 11. 64 (1H, brS). 

mmm 15 

5 3-i5'Pi3-5-^f;l'-2H— fy^/P^-l-tyi. 0g N 4-7 

^^^?^2mi &m^x$mmi tm^Rj^^^\ 3- (4-7 

MMM 1 6 

10 3-^nT3-5-^^-2H — <V*cJ V 0g N 4-5? 

^vVT 5: / l*^? 2ml Sr/SV^HJgtfiJ 1 £ l^il^£OS£ < fTV\ 3 - 
(4-^^/l^T^ / tV*?^— 1 -^A-) — 5— ^A"- 2H-- O"* 

17 

15 3-^nn-5-^f/V-2H->fy#;5^-l-tyi. Og % 4-fc 
Kn ^r^f^y^y 2 g &JEV^Hi£0y 1 t R«JJ:Srt?SrfTV\ 3 - (4 - 

-*Z/0. 2 1g3r#fc. l H — NMR (DMSO-d 6 ) d : 1. 4 0- 

I. 5.5 (2H, m), 1. 7 5-1. 8 0 (2H, m), 2. 37 (3 
20 H, s), 2. 80-2. 90 (2 H, m), 3. 40-3. 55 (2 H, 

m), 3. 56-3. 65 ( 1 H, m), 4. 70 (1H, d, J=4H 
z), 5.. 64 (1H, s), 7. 07 (1H, t, J = 8Hz), 7. 
37 (1H, d, J = 7Hz), 7. 86 ( 1 H, d, J = 8Hz), 1 

1 . 10 (1H, brS). 

25 mmm 1 8 

2 - y ^ ^■A'— 3 b v^S#^^^/V 10. Og^on tfvVA 
5 Om 1 »£Xfi*?S—*'6 Oml I^U Sk^T^fflfttf**:^^ 
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.~;ut± w s ksm ^mmm. 1 2 g &#fc 0 2 h ^ 

6-;* h^^^A-T-fc W$ Kt^f/H^t6 gSr^y-^5 Om 
5 lfc»#U *ftTT?l-^^tr-<9 *J» (4. 6ml) ©^i?/-/^ 

^-\-j,v) -2H-^y^yy-l-ty3. Og £#fc e x h-nm 
R (400MHz, CDCI3) 5 : 2. 44 (3H, s) , 2. 70-2. 
10 8 0 (4H, m) , 3. 3 0-3. 4 0 (4H, m) , 3. 9 4 (3H, s) , 
6. 12 (1H, s) , 6. 98 (1H, d, J=8Hz) , 7. 21 (1 
H, t, J = 8Hz), 7. 83 (1H, d, J = 8Hz) , 11. 23 (l 
H, brS) . 

mmm 1 9 

15 MMMl 8-C#£>*Wt5-;* b^^-3- (4-^/VfcV^i^-l— f 
AO -2H — ry^/!Jy-i-^2. 0 gSrifrffc* fvy40 mile:^ 
fl?U -7 8t-e£ljt;*7i (4. 2ml) ^Px.fc Q Stt2B^ 

AA : ^;-/i.= 10 : l$fcffl:8*»i|&bfc. Sifc'>!Ji;W7A^ 
nvh^77-f-fiIU ^ n tz tfvw* : ^ ./ ~,i^= i o : l$Sffl#£r 
»*8 L fc 0 # ^g^^^-e^ LT5-tKP^>-3- (4 

-j*^/wfc p *<9s^-i-.4VV') -2H--i'y^yyy-i-tyo. i g 

25 £r#fc 0 1 H— NMR (400MHz, DMSO-d 6 ) d : 2. 2 1 (3H, 
s), 2. 3 9-2. 4 9 (4H, m), 3. 05-3. 12 (4H, m), 5. 
84 (1H, s), 6. 95 (1H, d, J=8Hz), 7. 04 ( 1 H, t, 
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J = 8Hz), 7. 48 (1H, d, J = 8Hz), 9. 87 (1H, brS), 
11. 0 6(1 H, s). 

mmm 2 0 

3-^no-5-7/Vtf-2H-'fy^; V 0 g % 4- 

6 *^/is\?^7i?>'2 g&m^xmM&ii bmmz&j&$:ft^, s-y^nm 

-3- (4-^^^7v ? >'-l-'f^) -2H — fy^/yy-l-t 
7 8mgS*fe. SMS 2 3 8-23 g'C/^S?. *H— NMR (4 0 OM 
Hz, CDC 1 3 ) 5:2. 41 (3H, s), 2. 6 5-2. 6 7 (4H, 
m) , 3. 6 2-3. 50 (4H, m) , 5. 92 ( 1 H, s) , 7. 17 
10 ~7. 29 (3H, m) , 8. 02 (1H, d, J = 8Hz) , 10. 8 7 
(1H, brS) . 

zmm 2 i 

3 S 5-^an-2H-^y^;y > /-i-tyi. Og, 4-/f;Vf 

^?i?>2 &&m^xmnwi bmm^ztifc&fT^ 5-^00-3- (4 

is -^/vtr^s^-i-^/V') -2H — fy^;py-i-^6i8m 

g&#fc 0 ai2 3 0-2 3 lV^?. 1 H— NMR (4 0 0MHz, CD 
C 1 3 ) 6:2. 4 2 (3H, s) , 2. 6 6.-2. 6 8 (4H, m) , 3. 
3 6-3.5 0 (4H, m) , 6. 07 ( 1 H, s) , 7. 1.8 (1H, t, 
J = 8Hz) , 7. 63 (1H, d, J=8Hz) , 8. 16 (1H, d, 
20 J = 8Hz) , 11. 12 (1H, biS) . 

mmm 22 

5-^p€-3-^po-2h — fy^/y^-i-txi. Og N 4-^ 

.^■/n?**?^ 2 g zm^xmrnm 1 fc-ra«^R*s*rffv\ 5 -^m- 3 

- U-^^W't 0 ^^- 1 -4 fid -2H—fy^y^-i-t^ir 

25 #fc e JK^2 4 0-2 4 ltV^. *H— NMR (400MHz, CDC 1 
3 ) 5:2. 4 2 (3H, s) , 2. 6 6-2. 8 0 (4H, m) , 3. 3 7 
-3.39 (4H, m) , 6. 05 (1H, s) , 7. 12 (1H, d d, 
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J=8, 4Hz) , 7. 82 (1H, d, J = 8Hz) , 8. 20 ( 1 H, 
d, J = 8Hz) , 11. 24 (1H, brS) 

mmm2 3 

3, 8-i^£2n-2H— -fy^y y y-i-tyi. o gx 
-^/n^^v-i — -2H-^y^;ijy-i-tyo. 5 6 

g£#fco *H — NMR (400MHz, CDC1 3 ) 6 :2. 4 0 (3H, 
s), 2. 63-2. 66 (4H, m) , 3. 35-3. 42 (4H, m) , 
5. 70 s) , 7. 21 (1H, dd, J = lHz, 7Hz), 7. 

10 2 6 (1H, dd, J = lHz, 8Hz) , 7. 36 ( 1 H, t, J = 8H 
z) , 1 1 . 1 4 (1 H, b r S) 

mmm 2 4 

3-^nn-7-^f;v-2H->fy^!Jy-l-^yi. 0gs 4 
^fcV<9 2 g Sr^TlSaSfll 1 t m&t£&J&&ft\,\ 7-*^- 3 

i5 - u-*^/v\?<<9i?i/-i-' r;v)-2H- ry^y y i-^-^o. 

2 3 g£r#fc c 1 H— NMR (4 0 OMH z , CDC 1 3 ) 6:2. 4 5 (3 
H, s), 2. 49 (3H, s), 2. 6 8-2. 9 2 (4H, m), 3. 30 
-3. 45 (4H, m), 5. 77 ( 1 H, s), 7. 32 (1H, d, J = 
8Hz), 7. 40 (1H, d, J=8Hz), 8. 02 ( 1 H, s), 10. 
20 7 9 (1H, b r S) 

• mmm 2 5 

7-r/u^E— 3-^ncz-2H->ry3V V ^-l-^^l. Og N 4-^ 
^/Wf^S?:^ gfcJSvvrf&Sfeflll ^IPJ«KiKJESSrffV\ 7-^n^e-3 
- (4-yf;V^7i?y-l-^/V)-2H — fy^y V ^-1-^0. 
25 6 6 g%#fc 0 1 H— NMR (4 0 OMHz, DMSO-d 6 ) 6:2. 2 1 
(3H, s) , 2. 39-2. 4 8 (4H, m) , 3. 06-3. 15 (4 
H, m) , 5. 80 (1H, s) , 7. 41 (1H, d, J = 8Hz) , 7. 
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65 (1H, d, J = 9 H z ) , 8. 06 (1H, s), 11. 29 (1H, 
b r S) . 

mmm 2 6 

-5-^ b^-2H — ry^ y y-i-t^srfts. 

H«J 2 7 

10 ^^_ x _^^) -2H-^y^/ y ^- 1 -^-^Srfflv^-cius^ i 9 kiai 
-^c/w) - 2H-^f y^t-y y y- 1 - t^#5„ 

3-^aP-5-7;Vtn-2H- ^y^/ y y-l-tVl. 0 g> 4- 
15 *?*<f->VT $y^^^2g £rfflV^#U£0!] 1 t ID^^SJ^^fTV^. 5 - 

znvirv-z- (4-s^^vKT^y tr^JJ i^-i-^/v) -2H-^y 

^yy^-l-^-VO. 2 4g3r#fc e *H— NMR (4 0 0MHz, CDC 
1 3 ) 6:1. 71-1. 80 ( 2 H, m) , 2. 00-2. 05 (2H, m) , 

2. 3 7 (6H, s) , 2. 35-2. 4 0 (1H, m), 2. 80-2. 
20 9 0 ( 2 H, m) , 3 . 8 0-3. 86 ( 2 H, m) , 5 . 91 (1H, s ) , 

7. 13-7. 26 (2H, m) , 8. 02 ( 1 H, d , J = 8Hz) , 1 
0. 9 3 (1 H, b r S) . 

mmm 29 

3, 5-^^tta-2H — fy^yjJy-i-tyi. Og s A-^^f-JV 
25 T%J f^y i^>-2 g<Sr/B Vv-CHJ60i.il k WflllcR*:«rff 

3 _ (4-s?>f-/u7§/^i;^>'- 1— r/v) -2H-- ry^yy^- 
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1-^-^2 4 9mg£#fc 0 M&2 10-2 1 l^/^M. 1 H— NMR (4 
0 0 MH z , CD C 1 3 ) 6:1. 74-1. 80 (2H, m), 2. 01- 

2. 04 (2H, m), 2. 29-2. 31 (7H, m) , 2. 85-2. 
91 (2H, m) , 3. 81-3. 85 (2H, m), 6. 08 (1H, s), 

5 7.17 (1H, dd, J =8. 4Hz), 7. 6 2 (1H, d, J = 8H 
z) , 8. 18 (1H, d, J = 8Hz) , 10. 63 (1H, brS) . 

mmm 30 

3, e -*^'p p - 2 h->t y p 1 i . og, i-^/h? 

^7^2 g Sr^T^JSM 1 * ra«tfcRtf:«rffV\ 6-*n»-3- (4 

io l.-^TA') - 2 H-'f y y 1 - t^o . 25 

g£r#fc 0 1 H— NMR (400MHz, CDC 1 a ) 5:2. 4 3 (3H, 
s), 2. 60-2. 65 (4H, m) , 3. 30-3. 34 (4H, m) , 
5. 68 (1H, s) , 7. 21 (1H, dd, J = 2Hz, 9Hz) , 7. 
38 (1H, d, J=2Hz) , 8. 15 (1H, d,.J=9Hz) , 11. 
15 0 6 (1 H, b r S) . 

mMm z i 

7 _-/ pJE ._ 3 o P - 2 H— Y y^r/ P^- 1-^1. Og, 4-S* 
'f-jVT ^fcVil 2 g ^xmmm l t |BH3M::SJ&*rfTV\ 7 - ~7 

3 _ y tr^y v 5 ^- 1 — ' <M -2H—J 

20 i;y-l-tyi4 5mgl:#fc„ 1^2 2 7-2 2 8'C/M. l H-NM 
R (4 0 0MHz, CDC 1 a ) 6:1. 7 6-1. 7 8 (2H, m) , 12. 
04-2. 0 6 (2H, m) , 2. 4 2-2. 44 ( 7 H, m) 2. 80- 
2. 85 (2H, m) , 3. 74-3. 7 8 (2H, m) , 5. 70 ( 1 H, 
s) , 7. 24 (1H, s) , 7. 60 ( 1 H, dd, J = 8, 4Hz) , 

25 10. 4-10. 6 (1H, brS) . 

mmm 3 2 



112 



WO 02/094790 - j _PCT/JP02/0499S 



3-* pn-ZH-^yf; Uf— 1-^-^1. Og, 4-i? 
5 y fc^y i?>-2 g ^vnt^JS^ 1 fcW#|i:Krt;*rffv\ 5 
(4-^W5; fcXy v^- 1 -2H — <y^r/ 

y ^-1-^-^3 7 3mg5r#fc 0 J&J&2 14-2 1 5^/^!. X H-NM 
5 R (4 00MHz, CDC 1 3 ) 6 : 1. 7 2-1. 8 2 ( 2 H, m) , 2. 
01-2. 04 (2H, m), 2. 31-2. 32 ( 7 H, m) , 2. 54 
-2. 91 (2ft, m) , 3. 96-3. 89 (2H, m) , 6. 07 (1 
H, s), 7. 08 (1H, t, J = 8Hz), 7. 89 (1H, d, J = 
8Hz), 8. 22 (1H, d, J = 8Hz), 11. 31 (1H, brS). 
10 H%0!I3.3 

3 - ^ a n - 5 - - 2 f y U ^- 1 -t^ 1 . Og, 4- 

. ( 2 - 1 Kb * v-^^/u) tf^7 2 g ^rffiVN-C^m^J 1 £ 
JfTV\ 5-^/V^-n-3- (4- fcf^^-l 

— C/V) -2H->fy^;!J^-l-tyi6 1mg«r#fc. M2 0 7- 
15 2 0 8t/^?. 1 H — NMR (4 0 OMH z, CDC1 3 ) 6:2. 6 4- 

2. 66 (3H, m) , 2. 7 2-2. 74 (4H, m) , 3. 29-3. 

3 1 (4H, m) , 3. 6 7-3. 6 9 (2H, m) , 5. 90 ( 1 H, s) , 

7. 15-7. 27 (2H, m), 7. 98 (1H, d, J = 8Hz), 

10. 5 4 (1 H, b r S) . 
20 34 

3-^0 13 — 6-^^1 — 2H—fy^/5^-"l-t^l. Og % 1 -7* 
$vH?*<9 2 g £JBV>-C!£&£0*l 1 £ |3#K:-RJ£$rf?V\ 6 3 
- U-^^vUf^S^-l — YAO -2H-^y*/^-l-tVl 
2 4mg£#fc 0 @i!,ft2 4 2-2 4 3t:/^. X H — NMR (4 0 OMH z , 
25 CDCl a ) 6:2. 37 (3H, s), 2. 4 1 (3H, s), 2. 6 2- 
2. 7 3 (4H, m) , 2. 2 0-2. 2 4 (4H, m) , 5. 6 7 (1H, 



113 



WO 02/09479* 




PCT/JP02/04995 



s), 7. 08 (1H, d, J = 8Hz), 7. 16 (1H, s), 8. 1 
0 (1H, d, J = 8Hz) , 10. 30 (1H, brS) . 

mmm 35 

3-^nn-6-^f/V-2H-^y^/yy-l-tyi, 0 g> 1- (2 
.5 - 1 Kn ap->ac^) tV*? 2 g fcffl^TS&fcfcl 1 RI*KlR««rff V\ 
3- (4- (2-tKc^xf;V) fcf^^-l — -6-^^/1^ 
-2H — ry^y yy-l-t^l 3 8og*#fc, ffib&2 3 6-2 3 7t 

X H — NMR (4 0 OMHz, CDC 1 3 ) 5:2. 4 3 (3H, s) , 
2. 6 6-2. 6 8 (3H, m) , 2. 7 5-2. 7 7 (4H, m) , 3. 
10 2 7-3. 2 9 (4H, m) , 3. 6 8-3. 7 0 (2H, m) 5 . 6 9 
(1H, m) , 7. 10 (1H, d, J = 8Hz), 7. 19 (1H, s), 
8. 11 (1H, d, J = 8Hz) , 11. 12 (1H, brS) . 

mmm 3 6 

3 -s, n _ 8 _^ 2 vis— 1-^-^1. o g> 1—* 

15 *7Hf-<? 2 g &J3V^T|£»!j 1 h mm\Z.m&*^\ 8 ?7W- 3 

- u-^^vvtv^s^-i — (M -2H-^y^/yy-i-ty2 

9 2mg 2 24-22 5"C/#£?. *H— NMR (4 0 OMHz, 

CDC1 8 ) 6:2. 35 (3H, s) , 2. 5 8-2. 6 0 (4H, m) , 
2. 8 6 (3 H, s) , 3. 2 6-3. 2 7 (4H, m) , 5. 6 7 ( 1 H, 
20 s) , 6. 97 (1H, d, J=4Hz) , 7. 18 ( 1 H, d, J=8H 
z) , 7. 33 (1H, d, J = 8Hz) , 10. 78 (1H, brS) . 

mmm 3 7 

7-^B^-3-^oP-2H-fy^;!Jy-l-t>'l. O g> l-(2 

25 7-^a^E--3- (4— (2-t Fn^rixoi^V') f^i^-l — s( ;i>) 
-2H--T JJ>-- 1-^-^0. 4 6 g 5r#fc 0 X H — NMR (4 0 0 

MHz, CDC 1 3 ) 8 : 2. 68 (2H, t, J = 5Hz), 2. 6 
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8-2. 78 (4H, m), 3. 28-3. 3 2 (4H, m), 3. 
70 (2H, t, J = 5Hz), 5. 71 (1H, s), 7. 27 (1 
H, d, J = 7Hz); 7. 61 (1H, dd, J = 2Hz, 9Hz), 
8. 33 (1H, d, J = 2Hz), 10. 75 ( 1 H, brS). 

5 ^MM 3 8 

f-/uM'-<y^2ia-L^m^xmMmi kmmzBjfc&n^. 3 -.(4-* 

f/Hf^7i?y-l-^^) —5—= fP-2H — i !)y-i-tv 
0. 7 8 g Sr#fc 0 1 H— NMR (DMSO— d 6 ) 6: 2. 2 1 (3H, 
10 s) , 2. 3 5-2. 4 5 (4H, m) , 3. 2 2-3. 3 2 (4H, 
m), 6. 3 7 (1H, s), 7. 26 (1H, t, J = 8Hz), 8. 
34-8. 37 (2H, m)', 11. 58 (1H, brs) . 
HJS^J 3 9 

3 - (4-^f-/V^7^-l—f^) - 5-— fo- 2H--Y y^r7 V 
15 ^-i-^-^-i. Og^^/^HOmLMU §t^0. 3 g*5«fc 
rWtt-fbJHr« 0 . 0 5 g SrAP AT*P^i«T^7K tK7^0. 5mLSr 

20 a^h^7 7/fH"Ti|}Lfco ^ » n jJn/PA : ^ 9 / — ^= 1 0 : 1 SfSffi 

5tu 5-r^y-3- (4-y>^t 0 ^y^>—i-^^) -2H — r 
y^y y ^-i-^-^itK#Jp^o. 4g&#fc e 1 h-nmr (dmso- 

d 6 ) 6: 2. 2 0 (3H, s), 2.35-2.4 5 (4H, m), 3. 
25 0 2-3. 1 2 (4H, m), 5. 40 (2H, s), 5. 8 0 ( 1 H, 
s), 6. 74 (1H, d,.J=8Hz), 6. 91 ( 1 H, t, J = 8 
Hz), 7. 26 (1H, d, J = 8Hz), 10. 97 (1H, brs). 

5U£0»J4O 



115 



WO 02/094790^^ PCT/JP02/04995 



r/v) -2H — f y^r/ y ^-i-^&#5o 

5 3-^i=n-8-^^-2H— fy^r/ PV- 1-^1. Og, 4- (2 

3 _ [4 _ tr^i?^- 1 — -8-^^^ 

-2H-- f y^/ y ^-1-^-^3 6 5mg^r#fe. 0 9-2 1 0°C 

X H — NMR (4 0 OMHz, CDC1 3 ) 8:2. 60-2. 63 

10 (3H, m) , 2. 6 8-2. 7 1 (4H, m) , 2. 85 (3H, s) , 
3. 2 7-3. 2 8 (4H, m) , 3. 6 4-3. 6 6 (2H, m) , 5. 
67 (1H, s), 6. 97 (1H, d, J = 8Hz) , 7. 19 ( 1 H, 
d, J = 8Hz) , 7. 34 (1H, d, J = 8Hz) , 10. 89 (1H, 
brS) . 

15 4 2 

g_ ;5r pp_ 5 _7,^n^f;V-2H-^y^ jjy-i-tyi. 0 g N 
• 1 _^^ ;U ^7i;y2 g^rfflV^T^JS^Jl i: RI#fcRJ£*rffV\ 3- (4 
— y^/i^tV^S^- 1 —4M -5 - h';7;vtP^f;v-2H-^y^ 
y y ^- l -^v^r#5o 

20 mmm 43 

3 _ ;5 , 00 _7_^^V-2H-^y^yv-l-^l. Og, l-(2 
-t KP^-^f^) tf^i?^ g*rfflVvC2Bi60!ll fcR*mR^SrffV\ 
3- [4- fcV^S^-1 — -7-y^/v 

-1H- < y^/ y y-l-tV2 3 5mg£r#fc 6 X H-NMR (4 0 OM 
25 Hz, CDC 1 3 ) 5:2. 44 (3H, s) , 2. 67 (2H, t, J = 5 
Hz), 2. 68-2. 78 (4H, m), 3. 25-3. 29 (4H, m), 
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3. 6 0-3. 6 8 (2H, m) , 5. 75 ( 1 H, s) , 7. 31 ( 1 H, 
d, J=8Hz), 7. 3 8 (1H, dd, J = 2Hz, 8Hz), 8. 0 
3 (1H, s) , 10. 8 6 (1H, brS) . 
2S16094 4 

5 3-^no-5-^/Vft-2H->fy^/^-l-^l-' 0 ^ 1 

g&m^xmmmi tmm^R^^\ 3- u- 

fOS#J4 5 

10 s-^po-B-^WV-aH-^WP.^-i-^ 1 - 0 g ^ 

^— 1 -^-^IrtSo 
HJS^J4 6 

^ ^ T * ^ tr-< y ^ 2 g &ffiv>xiii»y i ^#fcRjssrff v\ 3 - (4 

*$-jvt => / **<y 1 ao - 5 h ° - 2 h-^ y*y y 

^- 1 -^-X^r#5o 
£U£#I47 

20 3- -5rshB-2H-> f 

- ^ f;v7 ^ / t^y 1 — <m - 2H--r y*/ y >— 1 

^»J4 8 

25 3 HP- 5 - h y 7/VtP^/^2H^ y*V y 5"- l-**' 1 • 

0 g % 4 _ v?^ t;v7 $ y y 2 g ^m^xmMm 1 £ 
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p^f/v-2H-^ y=¥./ y i -ty^#5 e 

28fefll4 9 

3-^t3C2-5-^^/^^--2H-^ydr/y ^-1-^-^1. Og, 4 
- (4-^W5/ ^'Ji?y-l-f;V) - 5 - ^f;W-2H- 

-< y=¥/ y i -^-y?r#5. 

5 0 

-2H- r y^y y 1 -^-i/Sr#5o 
^JS0!) 5 1 

3-?uu-5^ 7-^f/V-2H — f y^r/ y ^- 1 -7^-^l . Og, 

i5 i-*^^\?^9i?zs2 s &m^xm&MibmmfcRj&&ff\,\ 5, 7- 

^y^/1^-3- (4— y^vv-tv^^v- 1 — f/v) -2H-^y^ryy>- 

5 2 

3s 5, 7-MJ^po-2H-^y^/!;y-i-tyi. o gN i-y 

20 i?v 2 g SrJBl^-CSEttifll 1 t mmzfcjfc$:ft\s\ 5, 7-i??v 

u-3- (A-t^/vyf^&ls- 1 -2H-4 y*/ V V- 1 - 

HJSM5 3 

5, 7-^n^E— 3-^Pi3-2H — fy^/JJy-l-^-yi. Og N 
25 1 -y f/l/^y^y 2 g ^V^HM 1 t PI«fcRj£*:fTV\ 5 , 7- 

s^n*— 3 — (4-y^/wt 0 ^<7^>'- -2H — fy^-;!Jy 
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w • 

H}g#] 5 4 

3-^no-5, 7-i?7^tP-'2H->fy*; P 1 1 . 0 g x 

1 fvvt 0 ^ ^2g £;g^Tll»J 1 1 R«R:Rj*fcf?v\ 5 , 7 - 

55 

3> 5_^np-7-7;l'tP-2H-^y^;!;y-l-tyi. Og, 
10 u - 7 -y^^-u - 3 - (4-^^WtT'<7v ? ^- 1 ->fAO- - 2H—f V 

* t 

3V y ^- l -*->'"«r#5. 
HJSfll 5 6 

15 7-i?t (4-^f;V^7i?y-l — f/V) -2H->fy 

U V- 1 -^-^«r#5o 

3, 5, 7-bP^PB-2H-^W!iy-l-*^l. Og v 

y. t/ur ^yf^y 2 g .srfflv^njfi^i i t mm\zfci&%ft\<\ 5 , 7 

20 (4-^W5>^ tf^y.^-1 — (M -2H- -f 

y=w y ^- 1 -^-v«r#5o 

HWJ5 8 

5, 7-i?^P ; e-3-^O0-2H-'fy^^-l-^l. Og, 

4 f/vr * / tr^y 2 g trffiv^-cuwj 1 1 mWk^&Jfc&ff^^ 
25 5, 7-^x3^-3- tr^y s^-i — f/v-) -2 
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mmm 5 9 

5-Zfu^r—3, 7-^op-2H--fy^jJy-i-tyi. 0g % 
4 ^- /l/T ^^ij 2 g SrffivvrHifcfll 1 £ IH#^Sl&SrfTV\ 

5 -2H — ry^;yy-i-t^#5o 
mmm 6 o 

v\ 6, 7-*^t kp**/-8- (4— ^w?^ tr^y^-i-^ 
io /w) -2H-^y^;jiy-i-Mt5o 

Hifettl 6 l 

3-^oa-2H-^y^;';y-i-tyi. og, 4- (4— */v*y 

y) -^^^2 g *rfflV»*CHlt*f|| 1 ^PI^JCH^SrfTVV 3- [4- (4 

-^u;) fcv*y$?> — 1-> fA'] -2H-^y^;jJ^-i-t^ 

15 #5 0 

3-^op-2H-'fy^j)y-i-tyi. og, 4- [2- (tr-<y 

ffv\ 3- {4- [2- (tv<y f/v) j^/kI tr^9^v-i 
20 -f;W-2H — fy^y y ^-i-3-^o. 4 2 g 3r#fc 0 ! h-nmr (c 

DC1 3 ) 5:1. 45-1. 60 ( 6 H, m) ., 2. 40-2. 7 5 (12 
H, m) , 3. 2 6-3. 2 9 (4H, m) , 5. 74 ( 1 H, s) , 7. 
2 5-7. 2 9 (1H, m) , 7. 38 (1H, d, J=8Hz) , 7. 5 
2-7. 56 (1H, m), 8. 22 (1H, d, J = 8Hz), 11. 1 
25 9 (1H, b r S) . 
6 3 
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3-^na-2H-^y^/y>'-i-tyi. og. 4- [3- (tv<y 
&*tv\ 3- {4- [3- (tf^y^-i— ov-) ^otr/v-] tr^i?v 

-2H — fy^r/ y y-l-t^O. 2 6 g£r#fc„ l H-NM 
5 R (CDCI3) 8 : 1. 3 9-1. 9 5 (8H, m) , 2. 41-2. 68 
(12H, m) , 3. 25-3. 2 9 (4H, m) , 5 . 7 5 (1H, s) , 

7. 27-7. 30 (1H, m), 7. 39 (1H, d, J = 8Hz) , 7. 
55 (1H, d, J = 8Hz), 8. 24 (1H, d, J = 8Hz), 10. 
0 5 (1 H, brS) . 

3-^pn-2H-^y^/y^-l-^l- 4 _ £ 4 ~ (4— * 

3- {4- [4- (4-*;^^) Vis- 1 ->r/W -2 

h — < y ^y y ^- 1 -^vsrws- 

15 HJS01I6 5 

3-^n-2H-^fy^!l^l-^l- Og, 4- [4- (t°-<y 

JfTV\ 3- {4- [4- (tf^y^-l-^A') fcV^^-l 
_^ /V ,}_ 2 H — iV*J y y-l-*V0. 2.8 g£r#fc 0 X H— NMR (4 
20 0 0MHz, CDC 1,) 6:1. 4 0-1. 6 8 (1 0H, m) . 2. 28 
-2. 50 (8 H, m), 2. 60-2. 68 (4H, m) , 3. 2 6-3. 
32 (4H, m) , 5. 76 (1H, s) , 7. 28 (1H, t, J = 8H 
z) , 7. 4 0. (1H, d, J = 8Hz) , 7. 5 3-7. 5 7 (1H, m) , 

8. 24 (1H, d, J = 8Hz) , 10. 99 (1H, brS) .. 

25 mmm 6 e 

3-^T3i3-2H-^y^-y y y-i-^i- o g , 4- [5- (tf^y 
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<HtV\ 3— {4- [5- (if^-V i?Zs- 1 — ( ;u) •O^-A'l fcV<=?-^> 
- 2H — fy^f/^-l-^yo. 3 2glr#fc t a H — NM 
R (4 0 0MHz, CDC 1 3 ) 5:1. 3 5-1. 7 5 (1 2H, m) , 2. 
6 42-2. 70 (1.2H, m) , 3. 24-3. 29 (4H, m) , 5. 7 
5 (1H, s), 7. 26-7. 30 ( 1 H, m) , 7. 39 (1H, d, 
J = 8Hz), 7. 53-7. 57 (1H, m), 8. 24 (1H, d, J 
= 8Hz) , 10. 51 (1H, brS) . 

10 3-^pp-2H— fy^y jjy-i-^yi. og, 4- [4- (4-^ 

9vvtv<? z?>- 1 -> f >v) \?^<*7 vis 2 g zm^xmnm itm 
3- (4- (4- (4-^^/u\f-<9v^-i-^M y 
^/v) tv^^-i-^ r/v) -2H-- r y^y v >-i-*^&mZo 
mmm 6 9 

15 5-^^-/^- 2H-^ U ^- 1 -^l . 0 g s 4- (4 

-^^/v-3- [4- (4-*/w*y/) \?^y*?is- 1 ->r/v] -2H- 

^y^r/JJy-l-tyO. 15g£r#fc: 0 X H— NMR (CDC1,) d: 

I. 68-1. 80 (2H, m), 1. 9 5-2. 0 5 (2H, m), 2. 
20 3 5-2. 4 3 (1H, m), 2. 46 (3H, s), 2. 56-2. 6 

3 (4H, m), 2. 7 6 — 2. 8 5 (2H, m), 3. 70-3. 80 
(6H, m), 5. 78 (1H, s), 7. 16 (1H, t, J = 8Hz), 
7. 39 (1H, d, J = 7Hz), 8. 13 (1H, d, J = 8Hz), 

II. 64 (1H, brS). 

25 HJS^iJ 7 0 

3-^nn-5-^f;l/-2H — i JJV-l-tyi. O.g, 4- [2 
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mz&J&%ft\,\ 5-^^-3- {4- [2- (lf^y itts-l-J/V) 

ac^vi/] tv^t^- 1 —- iVW -2H-^fy^yy-i-tyo. 12 

g£#;fc e 1 H— NMR (CDC1 3 ) d : 1. 45-1. 6 5 (6H, m) 
2. 46 (3H, s), 2. 46-2. 72 (12 H, m), 3. 24-3. 
5 30 (4H, m) , 5. 76 (1H, s), 7. 18 (1H, t, J = 8H 
z) , 7. 40 (1H, d, J = 7Hz) , 8. 12 ( 1 H, d, J = 8H 
z) , 1 0. 5 5-1 0. 7 0 (1H, m) . 

mmm n 

3-^O0-5-^f/>-2H — ry^r/ V Og, 4-[3 

10 - (^y^y- 1 — f /P) y'n t°/P] fcV<7 ^2 g &J^-CH»il 1 t 

ffimzRj&&ft\i\ s-^/v-3- {4- [3- (^y^y-i-^/v) 

^ntM tV^^f— 1 -2H — f y *cJ JJ ^- 1 -^-^0 . 5 

6 g£#fc 0 1 H— NMR (CDC 1 8 ) d : 1. 4 2-1. 8 5 (8H, m) , 
2. 38-2. 50 (8H, m), 2. 47 (3H, s), 2. 68-2. 
15 7 1 (4H, m) , 3. 3 0-3. 3 3 (4H, m) , 5. 7 7 (1H, s) , 

7. 19 (1H, t, J = 7Hz) , 7. 41 (1H, d, J = 7Hz), 

8. 13 (1H, d, J = 7Hz), 11. 13 (1H, brS). 

mm 7 2 

3-^pp-5-^f;^2H-^y^;y^-i-tyi. o gs 4-[5 
mmz.EU&%?f\\ 5-^^/v-3- {4- [5- (tr^y 1 — r /v-) 

'O'^Vl/J f-<9^^-l-^/W -2H-^y^r/ JJV-l-tyO. 3 
5 g&#fc„ X H— NMR (CDC 1 3 ) d : 1. 3 8-1. 7 2 (1 2H, 
m), 2. 32-2. 51 (8H, m) , 2. 47 (3H, s) , 2. 68 
25 -2. 7 1 (4H, m) , 3. 3 0-3. 3 3 (4H, m) , 5. 77 (l 
H, s) , 7. 18 (1H, t, J = 7Hz) , 7. 40 ( 1 H, d, J = 
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7Hz), 8. 13 (1H, d, J = 8Hz), 10. 97 (1H, brS). 

3-^ap-5-^^-2H- ^ dr/ V l-Xr^l. Og N 4- [4 

- (tv<y i?^- i A-) ^tvv] M a -<v 2 g SrJlvvriBfifll 1 1 m 
5 *£^JCfc£r*TV\ 5-^^-3- {4- [4- (fcV<y ^V- 1 — iVP) 

bV*?^^— 1— >f/v} -2H-^y^/jJy-i-^-yo. 6 7 

g£#;fo 0 1 H — NMR (4 0 0MHz, CDC1 S ) 5:1. 40-1. 6 
3 (10 H, m) , 2. 26-2. 50 (8H, m) , 2. 48 (3H, s), 
2. 6 0 — 2. 65 (4H, m) , 3. 2 2-3. 3 0 (4H, m) , 5. 
10 77 (1H, s), 7. 19 (1H, t, J = 7Hz), 7. 41 (1H, 
d, J = 7Hz) , 8. 14 (1H, d, J = 8Hz), 10. 60-10. 
9 8 (1H, m) . 

mmm 7 4 

3-^OP-5-^f;V-2H — f V 1 1 . Og, 4- [4 

15 - ( 4 -*r/u* v s ) ^ 2 g &;sv ^mmm 1 £ PISIfcS 

JS£r*rv\ 5 - ^ 3 - { 4 - [ 4 - (4 -^-/u* y / ) r/^/v] t 9 ^ 
9^-1— Y/W -2H-^y^/!)y-l-ty6 2 5mg^#fc. M 
^1 7 7-1 78V^|. 1 H— NMR (400MHz, CDC 1 3 ) 5: 
1. 7 6-1. 7 8 (8H, b r S) , 2. 46 (3H, s) , 2. 48- 
20 2. 5 0 (4H; brS) , 2. 69-2. 71 (4H, b r S) , 3. 2 
9-3. 31 (4H, brS), 3. 74-3. 76 (4H, brS), 5. 
77 ( 1 H, s ) , 7. 18 (1H, t, J = 8 H z ) , 7. 40 (1H, 
d, J = 8 H z ) , 8. 12 (1H-, d, J = 8Hz) 

mmm 7 5 

25 3-^X3n — 5 -^^71^-2 H-^f y=¥/ ^— 1 -tVl. Og, 4- [4 

- ( 4 - ^ i^y- 1 /W) Zff-J^l \?s<7i?>2 g^V^-CH 
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10 



mmi bmm^EJ&&ft*\ 5-/^-3- (4- (4- u-y^/t^ 

is- 1 5 9m g 20 2-20 3^/5^. 1 H— NMR (4 

0 OMHz, CDC 1 3 ) 5:1. 6 0-1. 6 2 (8H, b r S) , 2. 1 
8 (3H, s) , 2. 3 7-2. 3 9 (8Hz, b r S) , 2. 4 7 (3H, 
s) , 2. 6 4-2. 66 (4H, b r S) , 3. 24-3. 26 (4H. 
brS), 5. 7 7 (1H, s) , 7. 18 ( 1 H. t, J = 8Hz) , 7. 
41 (1H, d, J = 8Hz) , 8. 13 (1H, d, J = 8Hz) . 

mmm7 e 

7 _^ C2;e _3_^cri3-2H-^y^/ Vy- 1-3-^1. 0 g, 4- [4 

- ( t 9 ^ y 1 w a-) t^a] tr^y 2 g & jbv^-c336#!I 1 b m 

*fcKJS«rffV\ 7-Zf**-3- {4- [4- fA-) 
y^/V] fcV^S^-l—OW -2H-^y^^-l-tyi75m 
gtftjfc. W2 11-2.12Vm X H — NMR (4 0 OMHz, CD 
15 CI 3 ) 5 : 1. 2 0-1. 8 0 (1 2H. m) , 2. 3 5-2. 4 5 (6H, 
m) , 2. 6 0-2. 6 2 (4H, m) , 3. 2 1-3. 3 1 (4H. m) . 
5. 66 (1H, s) , 7. 21-7. 24 ( 1 H. m) , 7. 58 (1H, 
dd,J = 8, 4Hz) , 8. 3 2 (1H, d, J=4Hz) , 9. 8 5 (1 
H, brS) . 

20 mnm 7 7 

. 3> 5_^ot3-2H-^y^/ V 0 g, 4- [4- (t* 

^. y ! f yv) ^/u] tr^9 ^2g ^rffiV>-C^JS^J l £ I^t-S 

*fctfV\ 5-^^a-3- {4- C4- 

t°-<7^- 1— -r/H -2H-> ry=¥/ y v-i-^i 6 6mg» 

25 ^1 7 2-1 7 31:/^?. X H — NMR (4 0 OMHz, CDC 1 3 ) 5 : 
1. 5 7-1. 6 3 (12H, m) , 2. 44-2. 4 7 (6H, m) , 2. 
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6 2-2. 65 (4H, m) , 3. 2 8-3. 2 9 (4H, m) 6. 04 (l 
H, s), 7. 17 (1H, t, J=4Hz), 7. 62 (1H, d, J = 
8Hz) , 8. 15 (1H, d, J = 8Hz) , 9. 66 ( 1 H, b r S) . 

mnm 7 8 

5 5-^-3-^pp-2h — fy^yyy-i-t^i. og> 4-C4 

- (tV^U 9 JlS— 1 f/V) ^^/P] fc°^^V 2 g £rJEV^^Ji&#l 1 £ 1^ 

#WUSfcffV\ 5-^n^- 3- {4- [4- (fc°-<P^-l— f/U) 
^/V] fcV^S?^- 1 -^T/W -2H-^y^f;!)^-l-^3 9mg 
&#fc„ ®t£l 6 5-1 6 6t;/^. X H-NMR (4 0 0MHz, CDC 
10 l s ) 6:1. 20-1. 25 (8Hz, m), 2. 38-2. 63 (1 2 H, 
m) , 3. 2 7-3. 2 9 (4H, m) 4. 0 2-4. 0 6 (2H, m) , 
6. 01 (1H, s), 7. 08 (1H, t, J = 8 H z) ,7. 7. 8 (1 
H, d, J = 8Hz) , 8. 17 (1H, d, J = 8Hz) , 9. 98 (1 
H, brS) . 

is mmm 8 o 

3, 5-^^ni3-2H->ry^/ y ^-1-^-^1. 0 g N 4- [4- (4 

-^ew# y ;) -?*5->v\ 2 g %m^xmifow 1 1 mffiz%.j&%ff 

^ 5 _^ nn _3_ {4- [ 4 _ (4-^e/^y/) -f^M 
-X-jjl,) -2H — (y*rS 0 3.mgSr#fc 0 ffli& 1 9 

20 5-1 9 6V^S. X H — NMR (4 0 0MHz, CDC1 3 ) 5:1. 6 
5-1. 73 (4H, m) , 2. 4 7-2. 5 5 (8H, m) , 2. 75- 
2. 7 8 (4H, m) , 3. 4 3-3. 4 5 (4H, m) , 3. 8 1.-3. 
8 4 (4H, m) , 6. 14 ( 1 H, s) , 7. 2 6 ( 1 H, t, J = 8H 
z) , 7. 71 (1H, d, J = 8Hz) , 8. 24 (1H, d, J = 8H 
25 z) , 1 0. 9 9 (1 H, b r S) . 
1 
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*?±<?fl,T 4ml b7tKD77>'26ml - 7 8*0 

-Cn-^/vy ^£A<D^M*->'$gi£ (1. 5 9 M, 4 2ml) fciiTFUfCo 
0^30 frWfr U -78tt Lfc 0 RJtMK 2-* ^/V&&mM 

4. 1 g©fh7t KP77«2 6ml ^TU 0 < CT*3 OftMWU 
5 - 7 8^C£-C?fr£Pbfco SJ&fi£K: 1 4— >T 
7 t^<!>^V7. 2g©Th5t Kd77^2 6ml - 7 8*C 

iM^ -effcii^ &m&mffi ur# fe*L7ca^ £ V % f?^* y 

A? V"? h^9Z7^f — fcftVtCo ^ n n jJn/I^A : p« ^ / — /i^= 3 0 : liffgfU 

\z.j yyx2s<s—frfrt>mg&&ft*>zb~e3- (1 — ^s^*-^**' 

Jj?=./Hf^y i^-4 — f/V-) -2H-- fy^/Uy-l-^l. 2g£r 
fi^Hi: UT#7c„ »^17 9-18 1t. 3- (1 — <>"Z?JU**is# 

si^^/ut^y i^^-4 — f/v) -2H-^y^;!J^-i-tyi. 2g 

15 £ ^ p n Tfr/w A 10ml $ ll'ffczkiii&tf)!^}^ 5 m 1 £r?ST U 

jSnNi&aii&u 3- (tf-<y ^v-4-^/W -2H-^y^/yy-i- 

^Jfe^J8 2 

20 mmms i-e#<b*wt3- (tv<y^-4— ivi-) -2H-^w;y 

- 1 -^JMfczKHI^ 1 . 1 g &Ti? b V ^2 0 m 1 fc^iSU 3 7% 
tfvW A T/Vt 1 tK (2. 8ml) 5r*fl 7L X^TX^mit^T SfrVMI-h 
VVJ» (0. 6 6g) %M7Ltc 0 i^mo. 3 6ml^TL«-CaS$ 

^fffiUfd^^r-f y^o ? y -/vt-^fl Is 3- (l 

-y^/n^y ^-4 — tvw -2H- <y*s y ^-l-a-fi/sfc 
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mmo. 1 8 gSr#fc 0 X H — NMR (4 0 0MHz, DMSO-d 6 ) 8 : 

1. 6 0-1. 6 9 (2H, m), 1. 8 6-1. 94 (4H, m), 2. 1 
9 (3H, s), 2. 34-2. 41 (1H, m), 2. 82-2. 91 (2 
H, m), 6. 36 (1H, s), 7. 41 (1H, t, J = 7Hz), 7. 5 

5 9 (1H, d, J = 7Hz), 7. 6 3-7. 67 (1H, m), 8. 12 (l 
H, d, J = 8Hz), 11. 21 (1H, b r S). 

2, 2, 6, 6-fh7^WP^y9. OmLSf h?tKP7?y8 
OmLMU ^TT?n-7*f/vyf (1. 6mol/L) 40m 

jtftffcfciN, N— yssf-A,- 2-^f/w<yX7 5K10g <^T" h?tKa7 
OmL^iTU 0*CT? 1 WWBJH^U*^ ©Stlr-7 8m- 
Jfc^lU* 4 — *^5. 0 g <DT \>9 t ■ 

w u fcitfi wy^p e /wai— u 3 - ( i - * f-A* \? ^ y 
^_ 4 — - 2 H->f y^; ji 1 - tvottfeAiifc. ^<dW& 

A£ 1 mo 1 /L4ttBWcfc»#U AWfc* If !7 A*«to^ttL*C#rffibfc 

20 tifA**&u 3- a-^^vn^y i?^-4-^/w) -2H-^y^ . 

!)y-l-^5. 3g*#ft.i*2 6 5-2 5 7t. l H-NMR (4 0 
OMHz, DMSO-dj) 5:1. 6 0 — 1. 6 9 (2H, m), 1. 86 
-1. 94 (4H, m), 2. 19 (3H, s), 2. 34-2. 41 (1H, 
m), 2. 82-2. 91 (2H, m), 6. 36 (1H, s), 7. 41 (1 
25 H, t, J = 7Hz), 7. 59 (1H, d, J = 7Hz), 7. 63-7. 
67 (1H, m), 8. 12 ( 1 H, d, J = 8Hz), 11. 21 (1H, 
brS). MS (EI) 242 (M+). 

mmms3 
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^7^0. 3 3g, ^^MJxW^yO. 8 4m 1 i£:t?>?yi/# 

fc D ^dntfvW* : ??y~-/u=l 0 : 1 SSffi#«r««Ut1#kH;fc««fcfc 

10 3— ( (4— ^^vH*'*?^— 1 — <M -2H — fV^/ 

2 9gOTc. 111 7 0-1 7 213 

HJ5#I8 4 

2 ?-A&ltojm» £tf3 ^/VT 5 / fc?3-= b y /V&JIV^II 

H^8 1i: I^^^T'^&frVV 3 - ( 2 - (S?y *VVT 5 / ) 

15 - 2H-^ y^/ U ^- 1 -^Sr#5. 
HJB#I8 5 

2 ?-A&&mm& ? / b y /VSrE^T** 
«8--li:IBJ«©*«feT?^S«rffV\ 3- (3- ^t* 

-2H-- fy^/JJy-i-tylr#5. 

20 8 6 

2-^^/^S#^*5«t^3-^T/- 1 -TIP trs^o [2. 2. 2] tf" 

^^^Srfflv^rnjfe«i8 1 tmm<Dj?mx'fcm*ft\,\ 3- ci-nftr^ 
[2. 2. 23 ^^^-3->r/v) -2H-- r y^/ y ^-1-^-^ 

25 M:MW 8 7 

2 _^^/^i v ^*3,j;Tjt3-->'ryy^-i-TiFt*^^n [2. 2. 
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2] *?9l/$:m^X$mW* 1 kRfc'o^'CRJfcfcffi/V 3- ( (1- 
Tiftf^O [2. 2. 2] ri-**V-3 — <>V) ^^A-) -2H-- 

HMJ 8 8 

5 2 ^/V^S#^43«J;t^ 3-v-T/- 8 V-A*- 8 -Tif t'v-^ o [ 3 . 
2. 1] ^-^^>-^V^^0!l8 1 t IH^^^SiS^VV 3- (8 
_^ /W _ 8 _ Ti ftf^n [ 3> 2 . 1] ^"^^^-3— T/V) -2H- 

HJgtf!) 8 9 

10 2, 3 - i?^ f ^St^il^S - ^^ W 5 / f ^ h P 

• ^xmmms i tmm<o^m^R^^\ 5-^^-3- (2- 

3*I«J 9 0 

4 _ (i^^/VT^/) ^fPsfy^. 4g&rf5t KP75^4 0 
15 mLlC^Us MTtlmol/L^>'/fb7tFP77«40 

= 1 : lSW^iLT (4- 7-fo=MJ;V-Nl) 
20 b y fc Kp#o>^2. 8gSr#fc 0 

N, N-^^-2, 3-^f/W<yXr5 K3. 9gfc (4- 

tmmKBL&tft^ (3- (3- (^w^) ^tw) -5-*? 

;l/ _ 2H -^y^!J>'-l-ty-Nl) MJfcKn^a^2. Og£r# 
25 1t 0 (3- (3- ^ntT/W) -5-^f/>-2H->fy* 

yyy.^^-y-Nl) h y fc K d ;}? p ^ 2 . 0 g £rT"fe hi/2 OmLP 
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Kiv^f y tW^— ^/V^rSnx.-CWm UfdjgiflSrfcimU 3- (3- (v? 

5 y^vKr$ y) 7n tr/u) 2H-- r y=¥y y 1 . 

5g£r#fdo IMl 0 5-1 0 6*0. 1 H — NMR (CDC 1 3 ) 5 : 1. 7 
9-1. 89 (2H, m), 2. 34 (6H, s), 2. 39 (2H, t, J 
= 6Hz), 2. 49 (3H, s), 2. 6 9 ( 2 H, t, J = 6Hz), 6. 
34 (1H, s), 7. 31, (1H, t, J = 8Hz), 7. 42 (1H, d 
10 d, J = lHz, 7Hz), 8. 23 ( 1 H, d, J = 8Hz), 11. 37 
(1H, b r s). • 

2, 3-*S*^/V&&mWi&X.'&3-Z<'T;-l-T-?VZ/*ri [2. 2. 

2] a-ff^&m^xrnmms 1 tmm^m^^Jt^n^ 3- a-r 

15 iftf^n [2. 2. 2] -5-^f^-2H— f y 
^y y is- 1 -^-v?r#5e 
HWJ 9 2 

. 2, 3-^y^^S#^J:tJ f 3-v'Ty ^^-1-Tlflf^n [2. 

2. 2] art *>&m^x$mm8 1 ^i^^fe^^Sr^vv 3 - ( (1 

20 -TiFtfv-^tf [2. 2. 2] <M -5— y^Vl" 

-2H — fy^;yy-i-tyW. 

0Ufe0il 9 3 

n, n- 2 , 3 -^y f/^yxr $ K 7 . 6 gk 4-iyr; - 

1- t —7 h^r^/l^J}?^ /Hf^<y ^>-9. 0 g£r/B^T^&£0!l8 2£|rHH 
25 {CSlfc&fi 1 ^ 3 - (1- t-^h^rv-^/^^/H^^y ^^-4-^T/W ~ 

5-^f/v-2H — f y=^y y ^-1-^-^6. 4 g3r#fc 0 ^h-nmrCc 

DClg) 6:1. 50 (9H, s), 1. 62-1. 82 (2H, m), 1. 
9 6-2. 0 7 (2H, m), 2. 53 (3H, s), 2. 6 3-2. 9 5 (3 
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H, m), 6. 42 (1H, s), 7. 34 (1H, t, J = 8Hz), 7. 4 
8 (1H, d, J = 7Hz), 8. 24 (1H, d, J=8Hz), 11. 3 
0 (1H, b r s). 

3 - (i- t -r/b^i^/V^/VtV^y i^-4-^AO 

5 2H-^y^ P y-l-tV9. '4 gSrTiZ b^l 0 OmLtiiU & 

Tir b^(CT?5fe^Us 3- (fcf^y i^-4-lW) -5-^f;V-2H- 
>l-y^/y i/-l-^^m^6. 5g£r#fco ^-NMR (DMSO-d 
6 ) 5:1. 7 9- 1. 9 5 (2H, m) , 2. 09-2. 17 (2H, m) , 
10 2. 4 8 (3H, s) , 2. 73-3. 17 (3H, m) , 3. 33-3. 

4 3 (2H, m), 6. 29 (1H, s), 7. 3 3 (1H, t, J = 8H 
z) , 7. 53 (1H, d, J = 8Hz) , 8. 01 (1H, d, J = 8H 
z ) , 9. 00 (1H, brs), 9. 24 (1H, brs), 11. 36 

(1H, brs) . MS (EI) : 2 4 2 (M+) . 

i5 mm 9 4 

2 f 3 _ ^vl^,&«*3 ±t*3-i'7V-8-.?* 8 - T If If ^ 

a [3. 2. i] tf-^^&fflvvclljfefcis l fcW*l«>;6r$fe*eKJfc*rfTV\ 

5 _^^V_3_ (8-^/1— 8-7*1^^* C3. 2. 1] *r9 9> 

-3-^/v-) -2H — fy^;yy-i-tyr#5. 

20 I^Jig0i|9 5 

N, N-i^^/V-- 3-^ nn-2-yfvW<^XT^ Kl. OgH-v^ 
r y _ i -^^/vtf^j; i^^O. 7 g ^fflV^t^ffi^ 8 2 £ I^Ufcl^k&fT 

vv 5_^p_3- (i-^^/nf-<y ^v-4-^r/v/) -2H-'fy^ 

/ y y-l-^l. 2 g«rft;/fc.lSWK2 2 7-2 2 9<C. X H-NMR (4 
25 OOMHz, CDC 1 g ) 5: 10.36 (brs, 1H), 8. 
27 ( d , J = 7. 8Hz, 1H), 7. 68 (dd, J = 6. 
6Hz, 1. 1, 1H), 7. 33 (t, J = 8. 1Hz, 1H), 
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6.70 (s, 1H), 3.03 (d, J = 11.5Hz, 2H), 
2. 5 9-2. 45 (m, 1H), .2. 35 (s,* 3H), 2. 
2 0-1. 7 5 (m, 6H). MS (EI): 2 7 6 (M+) 



9 6 

5 3-:/M-2-^/i^&*^:fc£'UU-i'Ty- i-^^-/utr-<yi?^ 

&JBWCHJ60IJ8 1 i:PI«©^fe-CK«;SrfTV\ 5-^^-3- 
^vn^y - 2H--f y^y y i'- l-^Sr^So 

^Jfe^J 9 7 

W y^o t°/VT5 ^6. 2m 1 Sr-z- h7t Ko77^5 0 m 1 
10 — 7 8 < C"Cn-^^/Vy ^pA<0'^MJ->'?^ (1. 5 9M, 2 8ml) «r 
MTbfc„ O'CTSO^^U -7 8«C*-e?&aiLfe. ^^2-^<V 
^/PSfrB^SM. 2g©rh7tKn77^2 0ml^TU 0*C*e 

3o»u -7 s'Ctj-cJ&siLfc. OTia-^y^^r^/^ 

4 — J tf^y v>^5. 3 gCf b7t KD77>^t2 Oml £: 
15 ITU -7 8 1 S&mft Ufc 0 £cJ»T^s RlS?R^7K«rJP^.-Ctt» 

— ;v= 4 0:1 «6tfJ^*»«lbrWW Lfcati&SrS^ y fcVV^— TVl'Sr 

• na*.xm&^ 3- (l— <>'^^^^^/i'tr^y^-4-^/V') 
2 0 -4-7x=/v-2H-/fy#;yy-i-ty2. lgire^iiUT 
#7t (gfcA 276-278 *C) o 3- (l — iy^;^^;^^^ 
y^v-4— ta-) -4-7x=;i/-2H-^y^-ypy-i-ty2. 0 

g & * xx n 10ml d&gl JWI^3*Sft<0SffiW83£ 5 m 1 IriT 

25 fc*gi&Sr»#U 4-7s=/V-3- (tr^P v^-4-lW-) -2H-- r 
y V- 1 -*^*fb****l . 5 g Sr#fc e ®k£> 2 7 0U 
1 H — NMR (DMSO-de) d : 1. 71-1. 75 (2H, m) , 2. 
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0 5-2. 15 (2H, m) , 2. 5 4.-2. 6 8 (2H, m) , 3. 2 3 
-3. 29 (2H, m) , 6. 84 (1H, d, J = 8Hz) , 7. 26 (2 
H, d, J = 6Hz), 7. 42-7. 58 (5H, m), 8. 20-8. 
22 (lH.m), 8. 69 (1H, brS), 11. 09 (1H, brS). 

5 mmm 9 8 

HJfe#ij9 7-e#btbfc4-7^^/V-3- (t°-<y^^-4 — T/V) -2H 
— r V ls-l-&^gz1k&BMM2. 2 g&Tir h— MJ/V4 Oml 
CliL, 3 7%*MT;^tK (2. 3ml) ^P^T^T"e7K^fb 
VTy^H^hy (0. 0. 54g) ZMtLTCo MfcO. 28ml<S: 

iU St^ftffiLtffffllfeifeii^* 31 ^^^ 7 ** 1 * 3- (1 
-^f/Hf^P v?V— 4— -f/V) — 4 — 7^^/1 — 2H— -f y^r/ V is— 1 
-^-^1/57K#»0. 18gSr#fc. W25 8-26 0V^«I. 1 
15 H-NMR (CDC 1 s ) d : 1. 6 5-1. 8 2 (6H, m) , 2. 2 4 (3 
H, s) , 2. 3 9-2. 44 ( 1 H, m) , 2. 8.3-2. 89 (2H, 
m), 7. 02 (1H, d, J = 8Hz) , 7. 23-7. 26 (2H, m) , 
7. 41-7. 53 (5H, m) , 8. 43 ( 1 H, d, J = 7Hz) , 8. 

4 5 (1 H, brS) , 
20 9 9 

4 / - i -^^tf^ty i^yo. 6 g Sr/Bwr^Jfcfll 82t 

*<M?v\ 4- (4-n^7x^v) -3- (i-^^tr^y^- 

4 _^^) -2H-^y^/!)y-l-^0' 4gWc 6 1^2 0 9- 
25 2 1 It. X H — NMR (400MHz, CDC 1 3 ) 8: 8. 8 
2 (brs, 1H), 8. 41 (d, J = 7. 8Hz, 1H), 
7. 5 7-7. 3 8 (m, 2H), 7. 2 0-6. 9 5 (m, 5H), 
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3.88 (s, 3H). 2.87 (d. J = 9. 8Hz, 2H), 
2. 5 0-2. 40 (m, 1H), 2. 23 (s, 3H), 1. 
9 7-1. 7 5 (m, 4H), 1. 66 (d, J = ll. 4Hz, 
2H). 
6 HKW 10 0 

N, (4-*tao^S^) ^yX7§Kl. 0 g * 4 

_, yT y _ ! y v?^ o . 6 g zm^xmnm s 2 t isa*mjxj& 

4- (4-^u7^;v) -3- (i-^^v^y^-4- 

10 6t. l H-NMR (4 0 0MHz, CDC 1 3 ) 5: 8.5 6 (b 
rs, 1H), 8.41 (d, J = 8. 1Hz, 1H), 7. 5 
7-7.30 (m, 4H), 7. 17 (d, J = 8. 3Hz, 2 
H). 6. 96 (d, J-8. 0Hz, 1H). 2. 87 <d. 
J = 6. 8Hz, 2H), 2. 4 3-2. 3 0 Cm. 1H). 2. 

15 2 3 (s, 3H), 1. 9 0-1. 5 8 (m. 6H). 



.10 1 

3, 5 -^p*- -^*^ W * A *'" 

5> 7 _^ p ^_3- (f^y^-4-^/w) -a'H-fy*/^- 

20 



102 

^ h a^-3- (tr^y^-4-^/v) -aHWW.Pv-i-*^ 

25 &#5o 

H%09 10 3 

^jio2-e#^fc5-^h^-3- (t^y^-4-r/v) -2 
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h — < y^r/ y 1 -*y&m^xmMMi 9 £|i!^#^KJck3tfTV\ 

HJSM 10 4 

5 3 - y/V^-ti - 2 - ^ <?vl^.§.#^*3 £U« 1 -^^^^-^^/V^^^V- 
4 — >T / y WT£liS#!l 8 1b IrI^^T'S^^VV 5 - 

(tr^y i^^-4—^/v) -2H--fy^/py-i-ty 

HJfe^J 10 5 

10 3- hy :7/^;r*;<^V'-2-^5v^^&#^;fcJ;tM-i'T/-l-^^- 
/^fcv< y ^^^tusSM 8U plii<£;#&^/&£: : fTV\ 3 - ( i - * 

>v) -5 - hp 7/^13^^-2^^ y^; y 

^-l-^^Sr^fSo 
Hlfe#!j 10 6 

15 N, N— *?^f->v- z--7;v$rv- Kl. 0gi4- 

f?V\ 5-^/W^-a-3- (l-y^Wtf^y ^^-4-^/V) -2H-- T 
y^JJy-l-tyO. 5gWc. |i!^220-222t:. ^-nmr 
(400MHz, CD C 1 s ) 6: 10. 24 (brs, 1H), 

20 8.12 (d, J = 7 . 8Hz, 1 H) , 7.40—7.25 (m, 
2H), 6. 53 (s, 1H), 3. 02 (d, J = ll. 7H 
z, 2H), 2. 57-2. 41 (m, 1H), 2. 34 (s, 
3H), 2.11 (t, J = 12. OHz, 2H), 2. 02 (d, 
J = 13. 4Hz, 2H), 1. 9 0-1. 7 5 (ifl, 2H). MS 

25 (EI): 2 6 0 (M+) 
. MMM 10 7 

N, h^-2-^f/W<yX7^ Fl. 0 g £ 4 - 
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*/T J — 1 — ^^vHf-^U v^O. 6 g SrffiV^T^WJ8 2 km&fc&3&& 
^TV\ 5-^b^->—3- (l-^^/Vtf-<y -2H->T 
Wjy-l-tVO. 2g^#fco 1^2 3 9-2 4 2^, 1 H — NMR 
(4 00MHz, DMSO-d 6 ) 5: 11. 24 (brs, 1 
5 H), 7. 68 (d, J = 8. 1Hz, 1H), 7. 33 (t, 
J = 8. 1Hz, 1H), 7. 18 (d, J = 7. 8Hz, 1H), 

6. 44 (s, 1H), 3. 89 (s, 3H), 2. 8 5 (d, 
1 = 11. 5Hz, 2H), 2. 43-2. 2 8 (m, 1H), 2. 
17 (s, 3H), 1. 9 5-1. 7 8 (m, 4H), 1. 6 5 

10 -1. 5 0 (m, 2H). MS (EI): 2 7 2 (M+) 

mmm 1 o 8 . 

5 _^].^>>_3_ (i-^^vtf^y i^^-4-^/w) - 2H-^y^; 

U^-l-^l. o g&JBv^TlSJfcm 9 fcra«fc^«r^v\ 5-fc K 

ta^^_3_ (l-^^/Hf^y -2H — f y^r/ V 

15 lg*#fc.iW):>2 8 0/ dec. 1 H — NMR (400 

MHz, DMSO-d 6 ) 6: 11. 11, (s, 1H), 1 

0. 02 (s, 1H), 7. 56 (d, J = 8. OHz, 1H), 

7. 18 (t, J = 7. 8Hz, 1H), 7. 03 (d, J = 6. 
6Hz, 1H), 6. 44 (s, 1H), 2. 85 (d, J = 

20 11. 4Hz, 2H), 2. 45-2. 25 (m, 1H), 2. 1 
7 (s, 3H), 1. 9 9-1. 8 0 (m, 4H), 1. 70- 

1. 5 0 (m, 2H). MS (EI): 2 5 8 (M+) 

5-* h*is*^**~>—3- (1-^^-ZV^y i?X-4->T^) -2 
25 H—fy^y JJ J'-l-tf-^S. 0g^;^3 0mL«UM 
t30 * / — 3 m L tobHitfc:. KJ&JfcTSL UT«f 

ffl Ufc^JI SritmU 5-tKo^-3- (i-y^/M^ys^-4- 

^) -2H—<y^/y ^-l-^msmz. 9g£#fc 0 M2 6 9 
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— 27 1*C. X H— NMR (400MHz, DMSO-d 6 ) 5: 1 
1. 28 (brs, 1H), 10. 23 (brs, 1H), 7. 
57 (d. J = 8. 1Hz, 1H), 7. 22 (t. J-7. 8 
Hz, 1H), 7. 08 (d, J = 7. 6Hz, 1H), 6. 4 
5 2 (s, 1H), 3.49 (d, J = H. 7Hz, 2H), 3. 
08-2. 91 (m, 2H), 2. 76 (s, 3H). 2. 70 
-2. 60 (m, 1H), 2. 16 (d. J-13. 2Hz, 2 
H), 1.9 3-1.7 8 (m, 2H). MS (El): 25 8 (M 

io mmmios 

3 2 -^SM^JMWMB J; 15 4 - >T >> - 1 - * * P 
y*fllV^«l«9 7 kPWlOWR*^ 5 -^n^-3- (1- 
* 4 -- f *) - 4 2 H-- < 



15 Hftfll lio , , 

5-^a-6H-fx; [2; 3-c] tfJi?y-7-^lg, 

i?y (2ml) fcffl ^TlBM* 1 * W»©*»T?»6*m^ 5 - 

C2, 3-c] tr»s? 

X-7-*^5 3mg£#fc„ 'H-NMR (4 0 0MHz, CDC 1 3 ) 8 : 
20 2 . 3 8 ( 3H, s), 2. 5 8-2. 6 3 (4H, m), 3. 23-3. 3 
0 (4H, m), 5. 95 (1H, •), 7. 08 (1H, d, J = 5Hz), 
7. 62 (1H, d, J = 5Hz)", 11. 35 (1H, b r S). 

MMM 111 

5-^n-6H-fx; [2, 3-c] *P i^- 7-*->-. 4-*** 

25 ;vt $/^y^2mi zm^-cmmm 1 i w*©:^^^**^ 5 - 

(4-^^/VT5/t°^y^> / -l-^^ - 6 H-^y C2, 3-c] 
tf y 7 -^"^Sr#So 
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mmm 112 

6-^uD-5H-fx; [3, 2-cD -try 1-* 

<3-;\>\?s<<7 *Ss (5ml) &m^xmMffl 1 £ l^lll^fe^JfoSr^ 6 - 

(4-^f;v^7^-i— r^) -5H-fi; [3, 2-c] t°yt? 

5 y-4-t>3 5mg&#fco *H— NMR (4 0 OMHz, CDC 1 3 ) 5 : 
2. 39 (3H, s), 2. 5 5-2. 7 0 (4H, m) , 3. 20-3. 3 
0 (4H, m), 6. 02 (1H, s), 7. 03 ( 1 H, d, J = 5Hz), 
7. 45 (1H, d, J = 5Hz), 11. 35 (1H, brS). 

nn&m 113 

10 6-^o-5H-^ C3, 2-c] ^^-4-r/v 

;vr ^ j ^ y ^ (2mi) zm^xmrnm 1 1 i^^^a&sr^ 

6 _ (4-^f;W7$y tf^y i^-l-'fAO -5H-f^; £3, 2 
-c] t°y v?^- 4 -^-V2r#5 0 

mmm 114 

tf^;^ (5ml) ^rffiV^^WJl tR^^^^^ VN3 - (4 

-^^if^^x-i— r/v-) -2H-^vx [f] -fy^/y^-i- 

^0. 2 1g» W253-254t/^. *H-NMR (4 0 0 
MHz, CDC 1 3 ) 8:2. 36 (3H, s), 2. 71-2. 72 (4H, 
20 brS), 3. 46-3. 47 (4H, brS), 6. 55 ( 1 H, s), 7. 
5 8-7. 6 6 (3H, m), 7. 88 (1H, d, J=8Hz), 8. 22 
(1H, d, J = 8Hz), 8. 39 (1H, d, J = 8Hz). 

mrnw 115 

25 >vr ?y^y^ (5mi> zm^xmMW 1 £ n^^^ife"^^^ 

3 _ (4-^f/V7^y fcT^y S^-l— -f ^0 -2H — Cfl w 
ydfy y ^_!_^-^7 7m g r#fco 3 2-2 3 3^/^. l H- 

NMR (400MHz, CDC1 3 ) S .: 1. 8 3-1. 8 9 (2H, m), 
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2. 0 5-2. 0 8 (2H, m), 2. 39-2. 41 ( 7 H, m), 2. 9 
3-2. 99 (2H, m), 3. 9 8-4. 0 0 (2H, m), 6. 55 (1 
H, s), 7. 5 7-7. 6 5 (3H, m), 7. 87 (1H, d, J = 8H 
z), 8. 23 (1H, d, J=8Hz), 8. 38 (1H, d, J=8Hz). 

5 mmm in 

3 _^an-2H ^X.[h] D^-l-^l 4-*^ 

t-^i^- (5ml) fcfflv^lOB«li:in««>*»T?K**^ v>3 -- (4 

i-^r/v) -2H-' <vx [h] ^y^/y^-i- 

*>0. 3 5g£#fc 0 X H — NMR (4 0 0MHz, CDC1 3 ) 8 :2. 
10 44 (3H, s), 2. 7 0-2. 7 6 (4H, m), 3. 44-3. 5 0 (4 
H, m), 5. 92 (1H, s), 7. 40 ( 1 H, d, J = 9Hz), 7. 4 
9 (1H, t. J = 7Hz), 7. 62 (1H, t, J=8Hz) i 7. 81 
(1H, d, J = 8Hz), 7. 87 (1H, d, J = 9Hz), 10. 03 
(1H, d, J=8Hz), 12. 22 (1H, brS). 

15 rnmm 117 

3 -^dd-2h-^x [h] /fy*/5y-i-*^i 4-^^ 

;VT %/\f-<V^ (2ml) fcEWCiafefll 1 t Riai©#ifet?RJfc*tfV % 

3 _ (4_??^w$; tf^yi?^-i-^^) -2H-^x [h] >f 

y^^y^-l-^O. 5 6g*#fc. X H-NMR (400MHz, CD 
20 CI,)- 6 : 1. 7 8-1. 8 8 (2H, m). 2. 01-2. 06 (2H, 
m), 2. 34 (6H, s), 2. 34-2. 42 (1H, m), 2. 38-2. 
4 5 (2H, m), 4. 0 2-4. 0 6 (2H, m), 5. 9 1 (1H, s), 
7. 38 (1H, d, J = 9Hz), 7. 47 (1H, t, J = 7Hz), 7 
64 (1H, t, J = 7Hz), 7. 79 (1H, d. J = 7Hz), 7. 
25 5 (1H, d, J = 9Hz), 10. 06 (1H, d, J = 8Hz), 12. 
0 4 (1H, b r S). 

mnm us 



8 
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_!_^^) _ 6H _i, e—ry^v s^- 5 -a-v***. 

HJS^J 119 

7-^o-6H-l,-6-t7fP^-5-ty> 4-^W5/ 

-6H-1, 6 

HiSfl) 120 

2 _75y-3-^f;^/X7^ K6. 0 g, by^/V75Vll. 2 
10 m 1 =Sr ^ 5 F6 0ml KigfilU tK^TT? 1 - (^V^** 

y 4 -^/v-*/^^^ n y k i 6 . 9 g £;&n 
m®L^xtt,iitW2- (d- (^«?a**v*a^=^) tf-sy^-4- 

^/V) X/Vtf^M 7^-3-/f;^^7U*Sr6. 8 g#fc e 1*^ 

y^y;^^A^a^h^7^--C^W 2. 0 g, fet^T 1 1 g £r 

^<Dit&m*V Vi?>-2 8ml £7k2 8ml ©JB^«fjati!l«»^*x 2N* 
20 miti- hy^A7K2. 8ml ^n^T^i&T? 4 0 W«# bfc 0 eo«t^ 
^ffiLfc^ll^TOU *XimVX2- (1- (^'tftortS'***- 

fc* y i?5>- 4 ->f /V) - 8 - * f-fr- 3H-W;^-4 8 . 

7 g <Sr#fco 

4-^) - 3H-Wy>'-4-ty5gl:#fe. ^-NMR (4 0 0 
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MHz, DMSO-d 6 ) d : 1. 6 2-1. 8 3 (4H, m), 2. 4 2- 
2. 56 (4H, m), 2. 51 (3H, S), 2. 6 0-2. 6 8 (1H, 
m), 2. 9 5-3. 0 5 (2H, m), 3. 3 2 (1H, b r S), 7. 3 1 
(1H, t, J = 8Hz), 7. 62 (1H, d, J = 8Hz), 7. 90 (1 
6 H, d, J = 8Hz). 

mmm 121 

3Ofc«12 01f#b*lfc2- (f-<y^-4-^/V) -8-7<^-3H 

_ W!J y_ 4 -tyo. 9 g &j^-tHi£$l 8 2 k !U8ft<D#ifc-eSJ&«: 
?rv\ 2- (i-^^/vtf-^y^-4-^/v) -8-^f;v-3H-^t 

10 j/!Jy-4-tX0. 4 2g%#fCo X H — NMR (400MHz, CDC1 
3 ) 5:2. 00-2. 15 (6H, m) . 2. 3 3 (3H, S) , 2. 5 5 
-2. 64 (1H, m) , 2. 58 (3H, s) , 2. 9 6-3. 04 (2 
H, m) , 7. 32 (1H, t, J = 8Hz) , 7. 58 (1H, d, J = 
7Hz), 8. 0 9 (1H, d, J = 8Hz), 10. 8 1 (1H, brS). 

15 mmm 123 

/V ^- /k ) tf^ y i?^- 4 -4A'#fi'*^A'9 * 9 K 6 . 2 g &ffiVNTHm 
Ml 2 0^il?»8 2 i:»*S«^V\ 8-* b^^-2- 
(l-^/l^y^- 4-^) -3H-^/'^-4-^0. 2 
20 2 J H-NMR (400MHz, DMSO-d.) d : 1. 7 8- 

1. 92 (6H, m) , 2. 18 (3H, s) , 2. 4 7-2. 52 ( 1 H, 
m) , 2. 8 0-2. 8 8 (2H, m) , 3. 89 (3H, s) , 7. 31 
(1H , t, J=8Hz), 7. 38 (1H, d, J = 8Hz), 7. 63 
(1H> df j = 7Hz) , 12. 14 (1H, brS) . 

25 mmm 124 

»12 3t#»8-^^"2- (i-^^f^y^V-4- 
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mra 125 

5 tr y v^- 4 — r wa^-*'* * v \?&m^xmMm 120^ £t^t& 
'^afcfli 126 

2 _ T ^ y _ 3 _ ^ cj ta^^XT 5 Kfc 1 ~ (-OS^/l'^^A^?^) 

10 if^y S^f- 4 -JfrDArt-M n y KSr/B WC£l2fe03 1 2 0 *3 itm* 
^|8 2i^©^fe-e^SS:^V\ 8-^PP-2-.(l-^^i' i? 

»J12 7 

15 fc^P v 5 ^- 4 -4 P y K*ffiV>*C3teltt« 1 2 0*3«fctm&£ 

«8 2i:PI*o^feT?®5S«rfi l V\ 8-^n^-2- (1 -j^/n^P 
y-4-<;V') -3H-^t/';^-4-r>Sr#5o 

mmm 128 

20 ^HArtf-M* y KSrffiV^TSteSfiW 1 2 0 |3«©:frifc-CRJS&fTV\ 8 
_^ h ^^_2 - (4-S^fvKT 5/ ^a-^^V-l-^/V) -3H 

-^t/y^-4-^- s /^#5. 

12 9 

II 2 8-C#fe*bfc8-* h^>-2- (4-^W5;^a- 
25 i -^/V) - 3 H-*^/ y V- 4 -^Srffl WCUiWJ 1 9 t Jfl 

«carftTK*«fv\ (4-^w^;v^ 
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mmm 1 3 o 

2 — T ^ / — 3 -7/VtP^yX7 ^ K£ 4 ^/VT 5 7 V* o^fif- 

^%;vi$~?vi? v ]} vzm^xmmm 120 k m^<o^mxsj^^n^\ s 

s*|»J 13 1 

jj>\,i£^A,>; n y K«r/BV>-cK3fi0!l 1 2 0 £ P)#©#ife-CKJ£«rfTV\ 8 - 
10 ^ nt3 _ 2 - (4-v ? 7^r^7^^i a ^^ih^-l— - -3H-^r 

|i|«J 13 2 

2 -r $ / - 3 -^n^yXT $ Kt4-^ f-JVT — ^ f 

ha^k^^ n y K«rfflv>*c3)di« i 2 o t m&(o&&"VRj&&ft*\ s - 

15 -?v*e- 2- (4-^f/VT5^ Wo^Mf^- 1-1W0 - 3 H-^r 
y 4 — ^-^Sr#So 
13 3 

2_7^/^yX7 5 Kfc (l-7flf^o [2. 2. 23 * X- 3 
-- f/v) *;^=/^p!) K&JBWC^Jfefl!) 1 2 0 ^^©^t^Srfi 1 
20 V\ 2- (1-Tife^O [2. 2. 23 tf-^V-S-'f AO -3H- 
^t>T/-4-ty|r#5« 
HJSM 13 4 

2_7*y^i/xr^Kt (l-riftr^n [2. 2. 23 ^9^-3 
-y( ;v) r-fe^/v^ a y v&m^xmi&m l 2 O t PM8©;^T?KJ£«rtfV\ 

25 2- ( (1 -Tiffin [2.. 2. 23 fits- 3-4 M ~ 
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mmm 135 

2 _ 7 .;/^yX7^KJ: (8-^fA"-8-7fmo [3. 2. l] 

#0 ^ ^- 3 # a^^/w n y K^ffiv^-dll^J i 2 o t i^©* 

fe-eSiSSr^TVV 2- [3. 2. 1] ^ 

a-t $ / *^mj-v- 1 — ivv) - 3 n-^-r^ v 4 -^-^Sr#5o 

10 ^JS^J 13 7 

u v v&m^xmm&m not wm<Dim"ZKJ&*:ft*\ s - 

^j/y^-4-^-^4. 6mgWc.I^181-183V^I. X H- 
15 NMR (4 0 OMHz, CDC 1 ,) 6 : 1 . 8 3-1. 8 5 (6H, m) , 
2. 0 5-2. 35 (10Hz, m), 2. 61 (3H, s) , 2. 94- 
2. 96 (1H, m) , 7. 34 ( 1 H, t, J = 8Hz) , 7. 60 (1 
H, d, J = 8Hz) , 8. 11 (1H, d, J = 8Hz) . 

mrn&n 3 8 

20 2-7?/-3-^f^X75 (1-Tlflf^p C2. 2. 2] 

*T?KJ**tfV\ 2- (l-T***'** [2*. 2. ' 21 
, V ) -8-*3-/ls-3tt-*~}-yV 7. 7mgiffc. 

2 3 0-2 3 1*0/^. l H— NMR (4 0 OMHz, CDC 1 s ) 6:1. 
25 12-1. 14 (1H, m) , 1. 7 6-1. 9 2 (4H, m) , 2. 29 
-2. 32 (1H, m) , 2. 65 (3H, S) , 2. 94-2. 9 6 (1 
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H, m) , 3. 0 5-3. 0 9 (3H, m) , 3. 24-3. 26 (2H, 
m) , 4. 0 2-4. 0 4 ( 1 H, m) , 7. 3 7(1H, t, J=8Hz) , 
7. 64 (1H, d, J = 8Hz) , 8. 11 (1H, d, J = 8Hz) . 

mnw 139 

5 2 -7^-3-^f/^X7^ Vt (1-Tiflf^P C2. 2. 2] 

^ * 3 — f /v) r^^t v y v&m^xmmm 120 t hmh^ss 

t?^^V\ 2- ( (l-TiftfW* C2. 2. 2] ***ls-3-^ 
?V) * -8-* f-JV- 3 H-^^-V y 4 V 2 7 m g £r#fc 0 

Sk&l 8 7-1 8 8°C/^. X H — NMR (4 0 0MHz, CDC 1 3 ) 5 : 
LO 1. 65-2. 10 (5H, m) , 2. 5 6-2, 5 9 ( 5 H, m) , 2. 
80-2. 85 (1H, m), 3. 00-3. 14(5 H, m), 3. 35 
-3. 41 (2H, m) , 7. 2 9-7. 3 3 ( 1 H, t, J = 8Hz) , 
7. 5 7 (1H„ d, J = 8Hz) , 8. 0 3 (1H, d, J = 8Hz) . 

MMM 14 0 ■ 

xnmmi 2 0 bmm^m^^n^\ 2- (2- (^^t^/) 
mmm 141 

20 »J1 2 0tiH^^"e^Sr^V\ 2- (3- (^^r^y) 7v 
tT/U) — 3H — ^-^-yy 4— ^^Sr# ; 5o 
^JS^J 14 2 

^2iS^12 0i:l^#^fe-e^* ; fTV\ 2- (5- (v?^f/V75/) ^ 
25 ^/V) -3H-^/JI^4-M#«. 
H»J 14 3 



146 



WO 02/094790 



7JP02/04995 



2 . 1 ] * 3 — ' < M 13 !> KtrJBV^SWMfl 1 2 O t 

R«03»T?S««rffV\ 8-^^-2- (8-^fA^8-Tftf^ 
a [3. 2. 1] *99V- 3— T/V) -3H-=¥t/y^-4-t^# 

5 5. 

HJSfliJ 14 4 

2_ 7 5y_3-^ f/v/<yX7 5 K 3 . 2 4 g £ 3 - (i** fflST % /) 

>>mmm& 3 . 3 s s * « wcies«i 1 2 0 1 mHoimtBut**? 

V^8-^^/^-2- [2- 
10 -4-M9 3 6mg (50%) #fc c 

l H— NMR (DMSO— d 6 ) d:2. 18 (6H..s). 2. 69-3. 2 
0 (7H, m). 7. 32 ( 1 H, t. J = 7. 7Hz), 7. 62 (1H, 
d, J = 7. 3Hz), 7. 89 (1H, d, J = 8. 1Hz). 
HJBtfl 14 5 

is 2-r^-3-^f/w<yX70*3. 24gi4- (^w?;) 

8-^^-2- [3- WW3>0 ^tVV] -3H-W^ 
— 4 — ^"^S: 1 7 7 m g . ( 3 %) #fc 0 

iH-NMR (DMSO-d 6 ) d: 1. 9 1-1. 9 7 (2H. m), 2. 4 
20 0 ( 6H, s), 2. 4 9-2. 5 3 (2H. m). 2. 5 9 (3H. s), 2. 
88-2. 91 (2H, m), 7. 26-7. 7 3 ( 1 H, m), 7. 55 (1 
H, d, J = 7. 3Hz), 8. 10 (1H, d, J=8. OHz). 

mmm 1 4 e 

2 _ 7$; _ 3 _^f/W<yX7$ F3. 2 6g£6- 
25 ^f^llt2. 4 9 gMV^JttHl 2 0 kPWO*tttS«tff 
V> 8 -*?VV-2- C5- ^V^/V] "3H-^/D 

y-4-t^6 2 2mg (14%) 

1 H — NMR (DMSO-d a ) d : 1. 44-1. 4 9 (4H, m), 1. 8 

147. 
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0-1. 88 (2H, m). 2. 24 (6H, s), 2. 31-2. 34 (2 
H, m), 2. 67 (3H, s), 2. 66-2. 71 (2H, m), 7. 26 
-7. 29 (1H, m), 7. 54 (1H, d. J = 7". 3Hz), 8. 06 
(1H, d, J = 7. 3Hz). 
6 HJft«14 7 

(4 _ ^u-*1^-l-^) -2H-^WP 

,-l-^0. 39 g mW256-258t. 1 H — NMR (CD 
L0 CI.) 8:1. 40-1. 46 (2H, m) . 1. 5 5-1. 6 5 (2H, 
m) , 2. 07-2. 14 (4H, m) , 2. 2 5-2. 3 5 (1H. m) , 
2 3 5 (8H. s), 2. 42-2. 51 (1H, m), 6. 32 (1H, 
S ) . 7. 43 (1H. t, J = 7Hz) , 7. 49 (1H, d. J-8H 
.) , 7. 62 (1H, t, J = 7Hz) , 8. 37 (1H, t. d. J- 
15 8Hz) , 10. 31-10. 80 (1H. m) . 

- (3- (4-^^^-1-^vO " 2H ^ W 
20 y 1 0 . 0 2 7 g tftfc. M 1 2 0 - 1 2 2XJ. 1 H~ NMR (C 

DC 1 .) 6:1. 8 3-1. 8 8 (2H. xn) . 2. 37 (3H. .) . 2. 
4 2-2. 6 6 (12H, m) , 6. 22 (1H. .) . 7. 36-7. 4 
3 (2H, m) , 7. 5 5-7. 5 9 (1H, m) , 8. 33 (1H. d. 
j=8Hz) ,11.35 (1H, brS) 

25 mmmi 5 1 
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^ ( R )-3-(2-t 1 W 

-2H-^f W y y-l-t^O. 3gWc.Ml 7 2-1 7 4t. 1 
H-NMR (400MHz, CDC1,) 6: 11.35 (brs, 
1H), 8.16 (d, J = 8 . 0 H z , 1H), 7.54 (t, 
5 J = 8. OHz, 1H), 7. 37 (d. J = 8. OHz, 1H), 
7. 30-7. 20 (m, 1H), 5. 8 9 (s, 1H), 4. 
10-3. 90 (m, 3H), 3. 7 0-3. 6 0 (m, 1H), 
3.4 9-3.40 Cm, 1H), 3.27-3.18 (m, 1H), 
3. 14-2. 9 5 (m, 1H), 2. 7 5-2. 2 0 (m, 6 H) 

10 15 2 

3-^PO-2H^y^r/-l-t^l. 0g> (S) 

*f-;v- l ^>v\?^y *?s 2 . 0 g &m^XMMW 1 kMNKXCKJ&tS 
^ (s) _ 3 _(2-t FP f^- 4 - ^ f i^^- 1 -^f^) 

-2H-^y^^-l"^0- 3g^fc.i^l6 9-17 1t. 1 
15 H-NMR (400MHz, CDC1 3 ) 6: 11.41 (brs, 

1H), 8.15 (d, J = 8. OHz, 1H), 7. 54 (t, 

J = 8. OHz, 1H), 7.37 (d. J = 8. 0Hz, 1H), 

7. 3 0-7. 2 0 (m, 1H), 5. 8 8 (s, 1H), 4. 

15-3. 9 1 (m, 3H), 3. 7 0-3. 6 0 (m, 1H), 
20 3.4 9-3.4 0 (m, 1H), 3.27-3.18 (m, 1H), 

3. 14-2. 95 (m, 1H), 2. 7 5-2. 2 0 (m, 6 H) 

mmm 153 

3 _ !?P p_5_^^ v -2H-^y^^-i-^i- 0 g h 2-t 

- Kn l i?yi. 4 g SrJi V>T£0608 1 b mm*. 

25 ®fi*ffv\ 3- (3-tKP^^-4-^^5^-l-^ 

_ 5 _ 7 t^ 7 v-2H-^y^/ P y-i-tvo. 3 B ?:#fc,M 2 

3 2-23 4°C, 'H-NMR (400MHz, DMSO-d 6 ) 5 : 2. 1 
3 (1H, br. s), 2. 20-2. 3 5 ( 1 H, m), 2. 24 (3H, 
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s ), 2. 38 (3H, s), 2. 58 (1H. t, J = 10Hz), 2. 70 
-2. 85 (2H, m), 3. 30-3. 7 0 (4H, m), 4. 63 (1H, 
t, J = 5Hz), 5. 64 (1H, s), 7. 09 (1H, t, J = 8Hz), 
7. 39 (1H, d, J = 8Hz), 7. 87 (1H. d. J=8Hz), 1 
5 1.17 (1H, ■ ). MS (EI) : 28 7 (M + ) 

• ^^,v^;v7x=;u7-feh^f^ 0gfc2 

-^h^^^^-1-^^^^0. 7 «*»vvt«l*l 8 
kW»|CjW*flV\ 3- (3 — b^^V^-4-^^V^^ 

5-10 9^. X H-NMR (40 0MHz, DMSO-d 6 ) 6: 
11. 15 (s, 1H), 7. 99 (d, J=8. 1Hz, 1H). 
7. 53 (t. J = 8. 0Hz, 1H), 7. 43 (d, J-7. 
8Hz,' 1H), 7. 20 (t, J-7. 8Hz, 1H). 5. 
80 (s, 1H), 3. 52 (d, J-10. 5Hz, ltt). 
4. 12 U, J = 7. 1Hz, 2H), 3. 16 (d, J-5. 
1Hz, 1H), 3.0 6-2.9 0 (m, 4H), 2.35 .2. 
27 (m, 1H), 2. 25 (s, 8H), 1- 20 (t, J 
= 7. 1Hz, 3H). 

20 ^ass^J 155 ■ , „ 

_^^^^^o. 6g^t«i«i8iliW&R«^ 3 ~ 

( 3 _ * ^tf^ l-^)-2H-^W^-l 0 . 

3«t#fc.W1 64-1 87U l H-NMR (400MHz, DM 
25 SO-d.) 6: 11. 03 (brs, 1H), 7, 98 (d. 
J = 8. 0Hz, 1H), 7.51 (t, J = 6. 8Hz, 1H). 
7. 41 (d, J-7. 8Hz, 1H), 7, 17 (t, J = 7.^ 
1Hz, 1H), 5. 72 (s, 1H),. 3. 48 (d. J- 
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11. 5Hz, 2H). 2. 90 (d. J-12. 0Hz, 1H), 
2.80-2.7 0 Cm. 2H), 2.60-2.40 Cm. 2K>. 
2. 2.1 (t. J-ll. 0Hz, 1H). 0. 99 Cd, J- 
6. 4 Hz, 3 H). 
5 15 6. 

(S) -2- (tKP^f;V) -!-^;^^0. 7g*r«^ 
-CWfc«18fcW«iW««TV N (S) -3- (8-tFPWf^4 
-^tW^-l-fA* -2H-^^^-l-^0. 3 g 
t»*.Wl 73-174U^NMR ( 400MHz. DMSO 
-d 6 ) 8 : 11. 10 (s. 1H). 7. 99 Cd. J-7. 
8Hz. 1H). 7. 52 (t, J-7. 1H«. 1H). 7. 
42 (d. J-7. 8Hz. 1H). 7. 19 Ct. J-7. 3 
Hz. 1H). 5. 74 Cs. 1H). 4. 57 (b r * 1 
H ) 3 6 7-3. 4 9 Cm. 8H), 3. 45-3. 28 Cm,^ 
2H). 2. 77-2. 15 Cm. 2H). 2. 5.6 Ct, J- 
10.- 5Hz. 1H). 2. 24 Cs. 3H). 2. 12 Cb r 
s. 1H) 
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(s) _ 3 _ (3-tFo^f;v-4-^;v^7^-i-^^) 

-2M — f V*tJ V >— 1 -*V3 . 3 g &#fc e 
5 **«15 7 

(r) -2- (tKn^f/v) -l-^/HV^^fO. 7g^rffiv> 
T3«WI1 8kW«KR*«?V\ (R) - 3- (3-t 

10 Ir^fec IH^il 7 1-1 7 3*0. 1 H— NMR (400MHz, DMSO 
-d e ) 5: 11.10 (s, 1H), 7.99 (d, J = 7. 
8Hz, 1H), 7. 52 (t, J = 7. 5Hz, 1H), 7. 
43 (d , J = 7. 8Hz, 1H), 7. 19 (t, J = 7. 8 
Hz, IH), 5. 74 (s, IH), 4. 5 7 (br s, 1 
15 H), 3. 6 7-3. 4 9 (m, 3H), 3. 45-3. 28 (m, 
2H), 2. 7 7-2. 15 (m, 2H), 2. 56 (t, J = 
10. 5Hz, IH), 2. 25 (s, 8H). 2. 12 (b r 
s, IH) 

mm 15 8 

20 3- u-^/vtv<y ^-4— f/^) -2H-^fy^r/-i-^ 

©#4T4 0«ff, 7 o'C-e*^min£*Tofcc KJ»T^ K*«**3t 

^_ 4 _^) _ 3 , 4-i^tKP-2H-^y^'^-l-^0- 1 
g&#fc 0 K£l 3 9-1 4 It. X H— NMR (400MHz, CDC 
1 3 ) 6: 8.08 (d, J = 7. 6Hz, IH), 7.48 
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(t, J = 7. 3Hz, 1H), 7. 38 (t, J = 7. 6Hz, 
1H), 7. 23 (d, J = 7. 3Hz, 1H), 6. 32 (b 
rs, 1H), 3.5 2 (brs, 1H), 3.15-2.9 0 (m, 
4H), 2. 30 (s, 3H), 2. 1 6 (brs, 1H), 2. 
5 00-1. 7 0 (m, 4H), 1. 5 8-1. 3 0 (m, 2H). 

mrnm 159 

^^^^^^^4 . 0 0 g %m^x$mm 1 2 0 1 mU(o%m-?%j&&?f 

v ^ 8 _ P <^ / ^_2- [2- (^/I'T?/') -3H-W9^ 
10 -4-tySr82mg (8%)#fc 0 

1 H— NMR (DMSO-d 6 ) d:l. 13 (6H, m), 2. 60 (3H, 

s), 2. 65-2. 71 (4H, m), 2. 81 — 2. 87 (4H, m), 7. 

24-7. 2 9 (1H, m), 7. 53 (1H, d, J = 7. 3Hz), 8. 

08 (1H, d, J = 8. OHz), 12. 58 ( 1 H, m). 
15 MM®! 16 2 

2_pt Y^.^;v^;vy ^-A-Tir VWitTfrmMtel . 0 g h 2, 
6 _^f,v^7i;yo. 6 g-Srfflv^TllJS^Ii 8 i l^iiK:EUfc3:*TV\ 

3- o, 5-^^tr^9^v-i->f^) -2H-^ry^/y^-i 

-^0. 3 g£r#fc 0 i^2 0 8-2 10t. *H— NMR (4 0 0MH 
20 z, DMSO-d 6 ) 8: 10. 98 (brs, 1H), 7. 

97 (d, J = 7. 8Hz, 1H), 7. 50 (t, J = 7. 1 
Hz, 1H), 7. 41 (d, J = 8. 1Hz, 1H), 7. 1 
6 (t, J = 7. 1Hz, 1H), 5. 72 (s, 1H), 3. 
51 (d, J = 10. 5Hz, 2H). 3. .40-3. 25 _ (m, 
25 1H), 2. 9 0-2. 7 8 (m, 2H), 2. 15 (t, J = 
11. OHz, 2H), 0. 99 (d, ' J = 6 . 4Hz, 6H). 

mmm 1 6 3 

N> N _i?3i^v-2- (4 -^^V'-<> , v ? /V) ^X7 5 Hi." 0gi:4 
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^rfrVV 4— (4— ^^731= —3— (1 — pt^vUf^y 4 — 

^/V) -2H-^y^JJ>-l-t>0. 3g^r#fc 0 M244-24 
6*C. 2 H— NMR (4 0 0MHz, CDC1 3 ) 5: 8.4 9 (b 
5 rs, 1H), 8. 40 (d, J = 8. OHz, 1H), 7. 4 
7 (t, J = 6. 6Hz, 1H), 7. 40 (t, J = 8. 3H 
z, 1H), 7. 26 (d, J = 7. 6Hz, 2H), 7. 09 
(d, J = 8. OHz, 2H), 7. .02 (d, J = 7. 6Hz, 
1H), 2. 86 (d,. J = 5. 6Hz, 2H), 2. 50-2. 
10 3 8 (m, 1H), 2. 44 (s, 3H), 2. 22 (s, 3 
H), 1.9 0-1.6 0 (m,. 6H). 
H%09 16 4 

N, N—i?zz-'?*A — 2 — U-^/l^p-OiM') ^yX7?Kl. Ogi 

15 jS£r?TV\ 4- (4-7;Vtn7i^) -3- ( 1 — * ^VV-fc^IJ 

4— <M -2H-^y^!Jy-l-tyO. 4g&#fc 0 iM 2 6 9- 

2 7 1'C. 1 H-NMR (4 0 0MHz, CDC1 3 ) 5: 8. 5 

3 (brs, 1H), 8. 41 (q, J=6. 8Hz, 1H), 
7.5 5-7.44 (m, 1 H) , 7.4 3-7.3 8 (m, 1 H), 

20 7. 24-7. 1 0 (m, 4H), 6. 97 (d, J = 7. 6Hz, 

1H), 2. 87 (d, J = 8. 8Hz, 2H), 2. 44-2. 

30 (m, 1H), 2. 22 (s, 3H), 1. 90-1. 60 
(m, 6H). 

mmm 1 6 5 

25 — 3-^^/^X7 5 K3. 3 8 g £ 3 - tf^I) i?/ ^a/^^ 

ttttmtt4 . 2 6 g zm^xmrnm i2ot mm^m^Rit^n^ 8 

f-jV— 2 - (2-tT-<!7SV^5vlO -3H-W!)y-4-Ml. 
0 4 g (55%) #fc e 
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X H — NMR (DMSO-d 6 ) d:l. 5 1 (2H, m), 1. 6 8 — 1. 7 
4 (4H, m), 2. 5 6 (7H, m), 2. 7 2-2. 7 7 (2H, m), 2. 
81-2. 86 (2H, m), 7. 23-7. 2 9 (1H, m), 7. 52 (1 
H, d, J = 7. 1Hz), 8. 89 (1H, d, J = 7. 8Hz). 

5 mmm 1 6 6 

2-T5 y-3-^^M^7 5 K3. 24gi3- (^*!)y-4- 

^-/v) 3 . 1 9 g zm^xMnm i 2 0 1 mm<D^mxs. 

jfc&ft^8-*^-2- [2- (^1)^-4-^^) ^)V\ -3H 
-Wyy-4-^5 18mg (2 2%)#fdo 
10 *H — NMR (DMSO-d 6 ) d : 2. 5 6-2. 5 8 (4H, m), 2. 6 
4 (3H, s), 2. 8 3-2. 8 5 (2H, m), 2. 8 9-2. 9 2 (2 

H, m), 3. 6 6-3. 8 5 (4H, m), 7. 3 1 ( 1 H, t, J = 7. 
6Hz), 7. 57 (1H, d, J = 7. 3Hz), 8. 11 (1H, d, J 
= 7. 8Hz),. 12. 02 (1H, m). 

is mm 16 7 

N, N — ifzc.'f'/l'— 2 - ( 2 - ^ b ^V^vW ^yX7 5K1. Ogi: 

4->yr/- 1 -^^vn^y t^o. 6 g &m^xmM®\s 2tm&K& 

JE&£r*TV\ 4- (2-^ h^v'^^/l') -3- 

4 — f;vj -2H-^y^JJV-l-tV0. 2gSr#fc. K^15 3- 
20 1 5 5t. l H-NMR (400MHz, CDC1 S ) 8: 8. 4 
4 (brs, 1H), 8.3 9 (d, J = 7. 8Hz, 1H), 
7. 5 0-7. 3 2 (m, 3H), 7. 11 (d, J = 5. 6, 1 
H), 7.09-6.98 (m, 2H), 6.94 ( d , J = 8. 
0Hz, 1H), 3. 68 (s, 3H), 2. 9 2-2. 80 (m, 
25 2H), 2. 4 0-2. 2 6 (m, 1H), 2. 2 1 (s, 3H), 

I. 8 2 — 1. 5 0 (m, 6H). 

mmm 1 6 8 

N, N - v*:t^vV- 2 - ( 3 - ^ ^vWO^AO 'O'XT 5. K 1 . 0gi4 
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-i f sTS-l-*^;\s}??<yi?^0. 6 g fcEwt Jfclfcfll 8 2i»0S 
^r=fTV\ 4- (3 -^^/W7=^=./U) —3- (1 — ^fvWfcT^y 4 — 

-f^) -2H-fy^yy-i-tyo. 3gft#fc. M214-21 

6t. ^-NMR (40 0MHz, CDC1 3 ) 6: 8.6 9 (b 

5 rs, 1H), 8. 41 (d, J = 6. 6Hz, 1H), 7. 4 
8 (t, J =7. 1Hz, 1H), 7. 43-7. 28 (m, 2 

H) , 7. 2 7-7. 10 (m, 1H), 7. 0 8-6. 9 5 (m, 

3H), 2. 9 5-2. 8 0 (m, 2H), 2. 5 0-2. 3 8 (m, 

1H), 2. 40 (s, 3H), 2. 23 (s, 3H), 2. 1 
10 0-1. 6 0 (m, 6 H). 

mmm 1 6 9 

N, N-v^^Vi— 2 - ( 2 ^VVO'iW ^VX7 5 Kl. 0 g b 4 

- */r / - 1 ^vv tv< v o . 6 g zm^xmsm 8 2 1 matKisft 

&fxV\ 4- (2— ^A^aSiAO -3- 

15 ^/v) -2H-^y^yy-i-tyo. 3 g<Sr#fc 0 M2 4 9-2 5 

It. 1 H — NMR (40 0MHz, CDC1 3 ) 5: 8.6 2 (b 
r s, 1H), 8. 42 (d, J = 7. 1Hz, 1H), 7. 5 
0-7. 20 (m, 5H), 7. 09 (d, J = 7. 1Hz, 1 
H), 6. 83 (d, J = 7. 3Hz (1H), 2. 90-2. 7 
20 8 (m, 2H), 2.3 7-2.24 (m, 1H), 2.21 (s, 
3H), 2. 0 1 (s, 3H), 1. 9 0-1. 5 9 (m, 6 H) . 

mmm 170 

N, N~i**fvv- 2 - ( 3 h *cl"<l'i?/l') ^yX7 5 Kl. Ogi 
4— >TS- 1 -jt^vH^Jf S^O. 6 g Sr^V>T|IJg^| 8 2 iriWfciK 
25 J&$r*rv\ 4- (3-^ h^>7i=/V) -3- 

4-^/u) -2H — fy^yuy-i-tyo. 3g'^#fc 0 ii^isi- 

183*0. 'H-NMR (400MHz, CDC1 3 ) 6: 8. 5 
5 (brs, 1H), 8. 40 (d, J = 7. 1Hz, 1H), 
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7. 5 3-7. 3 5 (m. 3H), 7. 03 (d, J = 8. 0Hz, 
1 H) , 6.97 (dd, J = 5. 9Hz, 2.4, 1H), 6. 
81 (d, 1 = 7. OHz, 1H), 6. 76 (d, J = 2. 7 
Hz, 1H), 3. 82 (s, 3H), 2. 9 3-2. 8 0 (m, 
5 2H), 2. 5 0-2. 3 9 (m, 1H), 2. 23 (s, 3H), 
1. 9 0 — 1. 6 0 (m, 6H). 

mmm 171 

N, N-v 5 ^^- 3 h 2 -^fMVX7 5K1. 

5 g i4-*/7y-l-^^^y i?^l. 2 g£/B^-CHJ£0!l8 2 tf^ 

_ 4 — -2H-^y^D^-l-tyi. 2g£r#fc 0 i^l9 4 
— 19 6°C. X H — NMR (4 0 0MHz, CDC1 3 ) 5: 10. 
14 (brs, 1H), 8. 00-7. 9 5 (m, 1H), 7. 
3 8-7. 2 5 (m, 1H), 6. 71 (s, 1H), 5. 29 
15 (s, 2H), 3. 50 (s, 3H), 3. 00 (d, J = l 
1. 4Hz, 2H), 2. 53-2. 41 (m, 1H), 2. 33 
(s, 3H), 2. 17-1. 95 (m, 4H), 1. 90-1. 
7 5 (m, 2H). MS (El): 3 0 2 (M+) 

mnm 173 

20 2-7$/-3-^/^>'X75K3. 38gi6- 

^v^mmmm 3 . 2 4 g &m ^xmmm 120^ mm^m-v^jt^n 

V^8-^^/^-2- [5- (i^xf/VT^) -<^/H -3H-WV- 
y-4-tX?:124mg (8%)#fc„ 

iH-NMR (DMSO-d 6 ) d:0. 90 (6H, m), 1. 32-1. 4 
25 2 ( 4H, m), 1. 7 0-1. 7 8 (2H, m), 2. 30-2. 49 (6 
H, m), 2. 5 8-2. 6 6 (2H, m), 3. 29 (3H, s), 7. 29 
-7. 33 (1H, m), 7. 62 ( 1 H, d, J = 7. 3Hz), 7. 90 
(1H, d, J = 7. 3Hz), 12. 12 ( 1 H, m). 
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MMM 17 4 

^^«rffiVNT^»Jl 2 0 fcrajBto^feTKJfcSrfT^S -^^-2- 
[4- (^^/WT$/) -3H-Wyy-4-tySr#5, 

5 mrnw 175 

2-7^y-3-^f/V^X75 F2. 98gi5- 

V&&&fe& 2 . 4 5 g «rJBV^£U60!l 1 2 0 £: l^ca^rSfeT^jfo&fr 
V N 8 -y^/^-2- [4- (^^;V7$y) -3H-^/yy 
-4-^-^«r2. lOg (7 7%) #fc 0 ' 

10 1 H — NMR (DMSO-d 6 ) d : 1. 43-1. 47 (2H, m), 1. 6 
8—1. 72 (2H, m), 2. 10 (6H, s), 2. 2 2-2. 2 5 (2 
H, m), 2. 57-2. 61 (2H, m), 3. 40 (3H, s), 7. 27 
-7. 32 (1H, m), 7. 60 (1H, d, J = 7. 6Hz), 7. 88 
(1H, d, J = 7. 9 Hz). 

15 H««17 6 i 

2-75/-3-^f/W<yX75Kl. 44gi4- (fcfnyi^-l- 
AO ^ i'ttttflfeifc 1 . 5 6 g fc/f^-C3ttfc« 120i R«©*«feT?K^ 
fcf?V»8— .*^A— 2- [3- (fcty ^V-l — <;V) Zfn\f/V] -3H 

- ^"T"/ V 4 VSr 3 8 m g #fc e 

20 *H — NMR (CDC 1 3 ) d : 1. 9 1-2. 0 1 (6H, m), 2. 5 9 (3 
H, s), 2. 70-2. 74 (6H, m), 2. 92 — 2. 95 (2H„ m), 

7. 27—7. 31 (1H, m), 7. 54 (1H, d, J = 7. 1Hz), 

8. 08 (1H, d, J = 7. 1Hz). 

mmm 177 

25 N, N-^xf/p- 2 - ^ ^=a^i/7 $ K 1 . 0 g i: 4 —i/TS — 1 - 

^ ^tr^ y ^ o . 7 g zm^xmrnm 8 2t mmzgj&&n\,\ 7 - ( 1 

— * ^b'^y i?^-4 — fAO -6H-1, 6 —r-7f- 17^^-5-^-^ 
l/lOzK#MlO. 4g£r#fc 0 M>2 4 0'C/^I, X H— NMR (4 
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10 



25 




00MHz, DMSO-d 6 ) 6 : 1. 6 0-1. 70 (2H, m), 1. 8 
5-1. 95 (4H, m), 2. 17 (3H, s), 2. 3 5-2. 50 (1 
H, m), 2. 86 (1H, d, J = 8Hz), 6. 40 ( 1 H, s), 7. 4 
1 (1H, dd, J = 8, 5Hz), 8. 41 (1H, d, J = 6Hz), 
8. 84 (1H, dd, J = 5, 2Hz), 11. 49 ( 1 H, brs). M 
S (E I ) : 2 4 3 (M + ) 

mifom 17 8 

N, N - 2 , 3 - V* fMVXT =• Kl. OgM-v'7;- 

1 -ji?./UfcV*9 0 . 6 g Srffll^T^fcfcl 8 2i: pgj$K:j2J&*rfTV\ 5 

-l-^O. 3gSr#fc.®^19 6-19 8'C. 1 H— NMR (4 0 0 
MHz, CDC 1 8 ) 6: 10. 2 4 (brs, 1H), 8. 

22 (d, J = 8. 1Hz, 1H), 7. 45 (d, J = 6. 8 

Hz, 1H), 7. 31 (t, J=8. OHz, 1H), 6. 4 
15 2 (s, 1H), 3. 04 (d, J = ll. 5Hz, 2H), 2. 

5 8-2. 4 3 (m, 1H), 2. 49 (s, 3H), 2. 37 
(s, 3H), 2. 2 1-2. 0 7 (m, 2H), 2. 0 7—1. 

9 6 (m, 2H), 1. 9 6-1. 80 (m, 2 H) . MS (E 

I ) : 2 5 6 (M+) 
20 %im\ 17 9 

N> n - i^^- 2 -xf ;lXyX7 v K 1 . 0 g h 4 —i/7J - 1 

^vVt^y 0 . 8 g &JB^T|g}S0y 8 2 <b W#fcKJ&«rfTV\ 4 -pt ^ 

/V _ 3 _ (i_^^/vtr^yi?^-4->r^) -2H-^y^r/-i- 

^0. 9 g£#fc o ]M2 0 2-2 0 4 < C. X H— NMR (400MHz, 
CDC 1 3 ) 6: 8. 40 (d, J = 7. 8Hz, 1H), 8. 
3 8 (brs, 1H), 7. 7 0-7. 6 0 (m, 2H), 7. 
48-7. 41 (m, 1H), 3. 00 (d, J = ll. 7Hz, 
2H), 2. 95-2. 83 (m, 1H), 2. 3 2 (s, 3H), 
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2. 27 (s, 3H), 2. 15-2. 01 (m, 2H), 1. 
8 9-1. 7 0 (m, 4 H). 

mi&ffl i8o 

N, N-v^^/v- 3 - (i?^f;l/75y) - 2 -^f;l^yX7? K 1 . 
5 0 g k4-*/T;-l-*^/W'<y*?>0. 7 gSrfflV^THJE^jS 2 £ 

#te5jsfc&ffv\ 5- (s^^r^y) -3- d-^/n^ys^- 

4—f/W -2H-^fy^;j/y-l-tyO. 6g£r#fc 0 1&62 16- 

2 18*0. l H— NMR (400MHz, CDC1 3 ) 5: 10. 
51 (br.s, 1H), 8. 04 (d, J = 7. 8Hz, 1H), 

10 7.34 ( t , J = 7 . 8 H z , 1H), 7. 25 (d, J = 7 . 
8Hz, 1H), 6. 68 (s, 1H), 2. 99 (d, J = 
11. 5Hz, 2H), 2. 78 (s, 6H), 2. 57-2. 4 

3 (m, 1H), 2. 3 3 (s, 3H), 2. 16-1. 9 9 (m, 
4H), 1.8 8-1.7 8 (m, 2H).MS (EI): 28 5 (M 

15 +) 

mmm isi 

3- (i -t^w^wy-A-jA') -2H-i-^y-fy^/yy 

9t KB7?y6 OmLlOHIU v^7^=/H; ^$er^K2. 9mL^3lD 

«WE&*n^-C«ftllUfe5lt*S:»«tU 1. 3-^ (3- (1 -^^tvsy- 
^V-4 — <A0 -2H-l-t^y^y^!)y-5 — f/V) 7V71. 
Og<Sr#fc 6 Ij^>2 8 0 , C. 1, 3 -3* (3 - (1 -*^7UtT*<y 

25 4— <<;v) - 2 h- i - t^y-f y =5f ; y y- 5 -^f;v) pwi. o s t 

2 0 %*BWfc^ V V &&mm 1 0 m L U 1 0 B^Tjtlfl&M L&„ s 
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■C5-7 5 7 — 3 — (l-^f;^P^-4 — (M -2H — fy^/ 
!)y-l-^yO. 6g^#fc 0 M2 2 2-2 2 4t. 1 H — NMR (4 
OOMHz, DMSO-d 6 ) 5: 10. 90 (brs, 1H), 
5 7. 3 5 (d, J = 7. 6Hz,. 1H), 7. 06 (t, J = 
7. 8Hz, 1H)„ 6. 80 (d, J = 7.6Hz, 1H), 6. 
45 (s, 1H), 5. 48 (s, 2H), 2. 8 5 (d, J 
= 11. 2Hz, 2H), 2.39-2.2 8 (m, 1H), 2. 
17 (s, 3H); 1. 9 5-1. 7 8 (m, 4H), 1. 78 
10 -1. 6 0 (m, 2H). MS (EI): 2 5 7 (M+) 

mmm 1 8 2 

N, N-S^^vV-2- ^<yX75 Kl. Ogt 

- 1 -^/H^JJ v?yO. 6 g£/jfV^T|||£0i|8 2 tm^^R 
fo&ft\<\ 4- (2-7/V^-ti7^=/V) -3- (l-;*?vH?-<y 
15 A-^iV) -2H-Yy^yyy-l-tyO. 4g«:#fc e ^2 4 7- 

2 4 9*0. X H — NMR (4 OOMHz, CDC1 3 ) 8: 8. 7 

9 (brs, 1H), 8. 43 (d, J = 6..6, 1H), 7. 

5 6-7. 3 5 (m, 3H), 7. 3 0-7. 12 (m, 3H), 

6. 96 (d, J = 8. 0, 1H), 2. 9 5-2. 8 0 (m, 2 
20 H), 2. 40-2. 28 (m, 1H), 2. 23 (s, 3H), 

1. 9 0- 1. 7 0 (m, 4H), 1. 65 (d, J = 13. 9, 

2H). 

mmm 1 8 3 

N, N— 5***71 — 5-^t3n-2-^^/^^XT5: Kl. Ogt4 — is 
25 T ^ -l-^A-tV^y S^O. 7 g£Jll^T||;WJ8 2 tpq^iC^^fi 1 
V\ 7-^T3d-3— (l—^^vHf'*!? ^^-4—^/1") -2H--fy=¥ 
/ y^- 1-^-^0. 5 g £r#fc 0 iM 2 5 3-2 5 5t. *H — NMR (4 
OOMHz, DMSO-d 6 ) 6: 11. 39 (brs, 1H), 
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8. 03 (s, 1H), 7. 70-7. 6 0 (m, 2H), 6. 
40 <s, 1H), 2. 85 (d, J=ll. 5, 2H), 2. 
4 1-2. 2 5 (m, 1H), 2. 1 7 (s, 3H), 1. 8 8 
(dd, J = ll. 7, 10.2, 4H), 1.6 8-1.5 5 (m, 
5 2.H). MS (EI): 2 7 6 (M+) 

mMffl 18 4 

5-tKP^>-3- (l-p<^/Hf^j;^^-4-^/W) -2H — fy^f 

/ v -y~ i -^tiito. 8 g ^m^xmmm isst mmzRj&&n\,\ 

5-fcKt3$ri/— 3- (1 -^^Hf^j; — f/V) -3, 4-i?fc 

io Kc-2H — fy^yyy-i-ti/o. 1 g &#fc 0 i§L&2 1 6-2 1 8^c. 

*H— NMR (40 0MHz, DMSO-d 6 ) 8: 9.6 6 (s, 

1H), 7. 85 (s, 1H), 7. 29 (d, J = 7. 6, 1 

H) , 7. 10 (t, J = 7. 8, 1H), 6. 94 (d, J 
= 7.8, 1H), 2.8 0-2.6 0 (m, 4H), 2.09 . (s, 

15 3H), 1. 7 6-1. 4 5 (m, 5H), 1. 4 0-1. 2 0 (m, 
3H). MS (EI): 2 6 0 (M-f) 

mmm 1 s 5 

N, N - i?rc^vv- 3 - * h ^s^ttis- 2-* f/^yX7 § HI. 

5gi:.4- (i^^vKT^y) ^n=M)/H. 0g?rlV^ili8 2 

y^Ptvv) -2H-^y^yu^-i-tyo. 4gSr#yt e Sl^llO 

-112t). *H— NMR (4 0 0MHz, CDC1,) 5: 11. 
55 (brs, 1H), 7. 99 (dd, J = 4. 9, .2. 2, 
1H), 7. 3 3-7. 24 (m, 2H), 6. 6 1 (s, 1H), 
25 5 . 2 8 (s, 2H), 3. 50 (s, 3H), 2. 67 (t, 
j = 6. 4, 2 H) , 2.37 (t, J = 6 : 1 , 2H), 2. 
32 (s, 6H), 1. 8 3-1. 7 5. (m, 2H). MS (E 

I ) : 2 9 0 (M+) 
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mmm 1 8 6 

5 - y b =¥^y e ^;v^^— 3 - ( 3 - S?y f-;VT % J zfxi \f;v) — 2 H- 

-ry^y v -tvo. 3 gzm^xmm&n o s tmm^^^n^ 
5-tKo^>-3- o-i^^^r^y^ntvw) -2H-- ry^/y 

5 y-l-tyttSO. 25gWc, 141-14 31C. 'H-NMR (4 
OOMHz, DMSO-d 6 ) 8 : 11. 22 (brs, 1H), 
1 0. 78-1 0. 40 (m, 2H), 7. 57 (d, J = 8. 1, 
1H), 7. 19 (t, J = 7. 8, 1H), 7. 15-7. 05 
(m, 1H), 6. 5 1 (s, . 1H), 3. 10-2. 92 (m, 
10 2H), 2. 7 2 (s, 6H), 2. 6 0-2. 4 3 (m, 2H), 
2. 10-1. 90 (m, 2H). MS (EI): 246 (M+) 

mrnm 1 s 7 

N, N - 3 - y h v-y f-As***/- 2 - y f/V^yX7 

5gi:5- (^y^vv-T^y) ^^^by/n. o g wcius^! 8 
^/^^v) -2H--fy^/!Jy-i-tyo. 4g£#;fco iU^i0 9 

-lilt. 'H-NMR (4 0 0MHz, CDC1 3 ) 6: 10. 
71 (brs, 1H), 7. 99 (dd, J = 3. 4, 2. 6, 
1H), 7. 3 5-7. 25 (m, 2H), 6. 6 5 (s, 1H), 
20 5. 2 9 (s, 2H), 3. 51 (s,. 3H), 2. 61 (t, 
J = 7. 3, 2H), 2. 35 (t, J = 6. 8, 2H), 2. 
25 (s, 6H), 1. 83-1. 70 (m, 2H), 1. 6 1 
-1. 5 0 (m, 2H). MS (EI): 30 4 (M+) 

mmm iss 

25 5 -y h # vy 3 - (4 — s?y ^vi-r 5 y ^/v-) - 2 h — f 

y=¥y y v- 1 -tf-^o. 3 g ^wciom 1 0 8 tmmte%.j&&m\ 
5-tKo^>-3- (4-^y^/vT$ yzff-M -2H-^cy^y v>- 

- 1 -tyttlO. 2 5 g &mtc 0 MM. 2 3 1-2 3 3t;. 1 H— NMR 
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(4 00MHz, DMSO-d 6 ) 5: 11. 14 (brs, 1 

H), 10. 01 (brs, 1H), 7. 56 (d, J = 8. 1\ 

1H), 7. 17 (t, J = 8. 1, 1H), 7. 02 (d, J 

= 6.8, 1H), 6.45 (s, 1H), 2.5 2-2.3 5 (m, 

5 2H), 2. 19 (t, J = 7. 1, 2H), 2. 08 (s, 6 

H), 1. 60 (t, J = 7. 6, 2H), 1. 40 (t, J 
= 7.3, 2H). MS (EI): 2 6 0 (M+) 

mnm 1 8 9 

N, N- sfcn^w- 3 - * h f-frOr^s- 2-* f;w<y^7 5 Kl. 
10 5 g t 3 - (t'^y i^v- 1 ->r ?v) 7xx vnr- h y /n . i g SrJBvvcH 

8 2 2; IWfc^/&£rm\ 5 - h >¥So* ^Ao*"^- 3 - ( 2 - (If 

^yv?y-i-/ f/v) ^^/v) -2H--fy^/yy-i-tyo. 5 g & 

#fc 0 5 b^r^^^/V^-df-i/-3- (2- (tr^y t^-1— 3i 
-2H — ry^I)y-l-tyO. 5 g £JEVvCH»!ll 0 8 irlH 

15 tlfciSj&Sr'fTVX 5-fcKn^>-3- (2- (tf^y^i. — 1-^yw) 
^7V) -2H-^y=¥y Dls-l-j-^O. 4 g £#fc <( M261-26 
3^. X H — NMR (4 0 0MHz, DMSO-d 6 ) 6: 11. 
29 (s, 1H), 10. 51 (brs, 1H), 10. 41- 
10.00 (brs, 1H), 7.57 (d, J = 7. 8, 1H), 

20 7. 22 (t, J = 7. 8, 1H), 7. 10 (d, J = 7. 8, 
1H), 6.5 8 (s, 1H), 3.44 (d, J = 1 1 . 0 , 
2H), 3. 4 0-3. 2 3 (m, 2H), 3. 01 (t, J = 
8. 8, 2H), 2. 9 5-2. 8 0 (m, 2H), 1. 85-1. 
6 0 (m, 5H), 1. 4 8-1. 3 0 (m, 1H). MS (E 

25 I ) : 2 7 2 (M+) 

mmm 190 

N, N - i?aefvk- 2 - ^ f/l^^X7 ^ K 5 . 2 g t 4 - */7 J t" V 

3 . 4 g &m ^xmMm 8 2 1 mmz%i)&%ft\,\ 3 - ( 4 - 1° y *jm - 
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2H — f/^yy-i-*>«»tto. i5zMft^2. 0g&#fc o ®L£ 

>2 7 0 < C. X H — NMR (DMSO-d 6 ) 5: 7. 5 2 (1H, s), 
7. 61-7. 67 (lH,m), 7.7 8-7.8 3 (2H, m), 8. 
25 (1H, d, J = 6Hz), 8. 36 (2H, d; J = 7Hz), 8. 
5 9 7 (2H, d, J = 7Hz), 11. 90 (1H, brs). 

3- (4-tfUvW - 2H"f y ^- 1 - txISttS:!!^^ 
M U 1 • 8 g Sr^fe- - f/V^/V^7 UMOmL 

10 ?A0. 8 5 g^tt £^TW^«tt^i»^M 

3 _ (1-^^-1, 2, 3, 6-fb7tKPey^-4-^) " 
15 2H-<y^yV-l-t^0. 9 6gSr#fe. M2 2 2-2 2 3U 1 
H-NMR (CDC 1 8 ) 8: 2. 4 2 (3H, s), 2. 5 5-2. 
59 (2H, m), '2. 6 6-2. 6 9 (2H, m), 3. 16-3. 2 
0 (2H, m), 6. 30 ( 1 H, s), 6. 46 ( 1 H, s), 7. 4 
1-7. 45 (1H, m), 7. 50 (1H, d, J=8Hz) f 7. 5 
20 9 - 7 . 6 3 (1H, m). 8. 33 (1H, d, J = 8Hz), 9. 3 
7 (1H, brs). 

m&m 191 

N , N-S^^/V— 2->f^X7 5 Kl. 9gM — <^^- 3 - 

v-r ; tr^ y 1 . 8 g &m^xMMm s 2 1 ra«KiRj&srfT v\ 3 - ( 1 
25 — ty^^y 3 - >f ;v) - 2 h-^ y ^- 1 -^y 1 . 6 

4 g&#fc 0 @L&1 7 6-1 78'C 



119 2 

3 _ d-^^br^y ^v-3— r/v) -2H-^wr/-i-* 
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n 0 . 6 8 m L &MZ.X 2 f$R9^r?&# Lfc e $gg££r^if LtBiS 

&**y~-Mmm\^ iofrmummffivtc 0 mmzmivxmm^* 

y^20mLMt^37 %aJvW y ^tK^M 1 . 4 m L tC«fi? U faftTX 
TK^VTy^^^h V *AO. 3 3 g*5£tJ?g^O. 1 8mL^Hx.fc. 

3- r/v) -2H-^y^/py-i-t>- 

0. 18 g£r#fc 0 M^Cl 5 5-15 e'C. 1 H— NMR (CDC 1 3 ) 6 : 

1. 5 2-1. 7 8 (5H, m), 2. 18-2. 25 ( 1 H, m), 2. 
15 31 (3H, s), 2. 4 5-2. 5 5 ( 1 H, s), 2. 65-2. 8. 

6 (2H, m), 6. 23 ( 1 H, s), 7. 3 6-7. 44 (2H, m), 
7. 5 5-7. 6 0 (1H, m), 8. 35 ( 1 H, d, J = 8Hz), 1 
1 . 4 0 (1H, b r s ) . • i 

. mmm 193 

20 N, N-i?xf 2 -^f /1/^>X75 Kl . 7giM-j*5vl — 5--> 
7V-1, 2, 3, 6-rh7t Knt o yi?yi. 8 g SrfflWClfcSfcW 8 2 
£l^tlfc^£:3rfTV\ 3- (1— ^^/P—l, 2, 3, 6—T h7t Kn fc° 
-2H-jy*/ v l-'tf-^o. M 

214-216 e C. 1 H— NMR (CDC1,) 6 : 2. 39-2. 47 
25 (2H, m), 2. 4 7 (3H, s), 2. 5 7-2. 6 4 (2H, m), 
3. 2 7-3. 2 9 (2H, m), 6. 3 2-6. 3 4 (1H, m), 6. 
38 (1H, s), 7. 40-7. 4 5 ( 1 H, m), . 7. 49 ( 1 H, 
d, J = 8Hz), 7. 5 9-7. 6 3 ( 1 H, m), 8. 33 ( 1 H, 
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d, J = 8Hz), 
^36011 19 4 



9. 04 (1H, brs). 



3-^Pt3-2H--<y^y v^y-i-^i. 0 g t 2-fc: Ka^f 



A-tV^v^l. 5 gSr^T^JtefifUi i:(P)«|!:Sfl?Srffv\ 3- (3-fc 
5 Kp^w^/vtr^^v- 1 — -2H-^fy^y uy-i-tvo. 

8 g Srftfco > 1 2 0 X H— NMR (4 0 0MHz, DMS 

0-d 6 ) 6:2. 32 ( 1 H, t, J = 10Hz), 2. 5 0-2. 6 5 (1 
H, m), 2. 7 0-2. 8 0 ( 2 H, m), 2. 93 ( 1 H, d, J = 12 
Hz), 3. 30-3. 45 (4H, m), 3. 49 (1H, d, J = 11H 
10 z), 4. 65 (1H, t, J = 5Hz), 5. 72 (1H, s), 7. 18 (1 
H, t, J = 8Hz), 7. 42 (1H, d, J = 8Hz), 7. 51 (l 
H, t, J = 8Hz), 7. 98 (1H, d, J = 8Hz), 11. 10 (1 
H, b r . s). MS (E I ) : 2 5 9 (M + ) 

mmm 195 

15 3-^oo-2H-^y^yyy-i-tyi. ogii-xf/w-2-t 

^vh^^s^ 1 . 5 g sr^iv^-ciufiw 1 1 mmz&j&&n\<\ 

3- (4 -xf 3 - 1 Fn df^^ t;l/^7 1 -^^) -2H- 

^y^yyy-i-t^o. 6 g^#fc» x h-nmr uoomhz, dm 

SO-d 6 ) 6:0. 96 (3H, t., J = 7Hz), 2. 3 0-2. 5 0 (3 
20 H, m), 2. 6 5-2. 9 0 (2H, m), 3. 2 5-3. 6 5 (6H, m), 
4. 55 (1H, t, J = 5Hz), 5. 73 ( 1 H, s), 7. 16 ( 1 H, 
t, J = 8Hz), 7. 40 (1H, d, J = 8Hz), 7. 49 (1H, 
t, J = 8Hz), 7. 97 (1H, d, J = 8Hz), 11. 05 (1H, 
b r . s). MS (EI): 2 8 7 (M + ) 
25 19 6 

3 a n- 2H — < y*c/ V V- 1 - tVl. 0 g b 2 — t Ke^f-SO*?" 
A~ 1 -^n tTA- fcV<7 v 5 ^ 1 . 5 g 2r^T|U£0!] 1 £ mUlZ%j&&ft\,\ 
3- (3 -t Ko^ri/^^/W— 4-^0 f/V-tT^v^- 1 —f/^) — 2H 
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-^y*cy V 6 g 15 2-1 54t, 1 H- 

NMR (4 0 0MHz, DMSO-d 6 ) 5:0. 84 (3H, t, J = 7H 
z), 1. 3 5-1. 5 0 (2H, m), 2. 25-2. 5 0 (2H, m), 2. 
6 0-2. 9 0 (4H, m), 3. 3 0-3. 40 (3H, m), 3. 40- 
5 3. 5 0 (1H, m), 3. 5 5-3. 6 5 (1H, m), 4. 57 (1H, 
t, J = 5Hz), 5. 75 (1H, s), 7. 19 (1H, t, J = 8Hz), 
7. 42 (1H, d, J = 8Hz), 7. 52 (1H, t, J = 8Hz), 7. 
99 (1H, d, J=8Hz), 11. 06 ( 1 H, s). MS (EI):3 
0 1 (M + ) 
10 mMW 19 7 

3-^dn-2H-^y^/ !J >— l —Jrls 1 . 0 g t 1 -^<l/*/;V- 2 - 

t Kn^> ^tv^ ^ i . 7 g zm^xn-mm 1 1 ra*ttEjafc«rf?v\ 

3__ ( 4 _^^^ k _ 3 _ t j^n^^^ 1— iVV) -2H 

-^y^yv-l-t^O. 7 g &#fco SMS 1 7 6-1 7 7*0, 2 H- 

15 NMR (4 O OMH z , DMSO- d 6 ) 5:2. 27 (1H, t, J = 8H 
z), 2. 54 (1H, br. s), 2. 69 ( 1 H, d, J = 14Hz), 2. 
84 (1H, t, J = 12Hz), 3. 30-3. 40 (3H, m) 3. 50 
— 3. 60 (1H, m), 3. 70-3. 80 ( 1 H, m), 4. 06 (1H, 
d, J=14Hz), 4. 69 (1H, t, J = 5Hz), 5. 76 (1H, 

20 s), 7. 1 5-7. 40 (6H, m),. 7. 42 (1H, d, J = 8Hz), 
7. 50 (1H, t, J = 8Hz), 7. 99 (1H, d, J = 8Hz), 1 
1. 0 7 (1H, s). MS (EI) : 3 4 9 (M + ) 

mrnm 1 9 8 

5-/p^-3-^pp-2H — i y*cSV >— 1 0 g t 2 — fc 

25 ^v-tV^S^ 1 . 4 g 3rJlVNTllJS#!l 1 £: Rlfllfc]SSfcfTV\ 

5-^n^-3- (3— t KTadf^^/Vtr'^^^— 1 — fAO — 2H— 
-Yy^r/ I> ^- 1 -^VO. 8g£r#fc 0 i^>2 3 0 < C/^|. 
^JS^il 19 9 
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5-^13^-3- (3-t Kp5ri/^^^7^-l-' fM -2H- 
^y^-y V 7 g£Tir b—MJA-2 0mL:|3J:TC*3 7%* 

/W y ^tK^E 1 . 4mL U zKftT^TKiHb / * h U 9 
AO. 33g*5J: tffi^ 0 . 1 8 m L Sr^JP x-fco ^J&^T^SJ£$E U 

Wlfc^l^^ t?A02—7VW£-C2&$-b. 5-^13^-3- (3- 

t K a ^ f /v- 4 - ^ f ^7 1 — <M — 2H — f y^/D 
10 i^-l-tyO. 5g*#fc,itfil 2 0 0-2 0 2U ^-NMR (4 0 

OMHz, DMSO-d 6 ) 5:2. 12 (1H, b r . s), 2. 20-2. 

3 0 (1H, m), 2. 2 4 (3H, s), 2. 6 3 (1H, t, J = 11H 

z), 2. 7 5-2. 8 5 (2H, m), 3. 30-3. 40 ( 1 H, m), 3. 

5 5-3. 6 5 (3H, m), 4. 62 (1H, t, J = 5Hz), 5. 77 
15 (1H, s), 7. 09 (1H, t, J='7Hz), 7.o85 ( 1 H, d, 

J = 7Hz), 8. 02 (1H, d,. J = 7Hz), 11. 38 (1H, s). 

MS (E I) : 3 5 1, 3 5 3 (M + ) 

mm 200. 
20 v&fi. 4 g&m^xmmmi bmmz&j&&n\<\ 3- u^f-^y^ 

Zt°-<1J i?^-l-^)-2H-^y^ py-l-t>0. 8 g$r#fc 0 
K>2 0 0V^, l H— NMR (4 0 0MHz, DMSO-d.) 5 : 
1. 30-1. 6 0 (8H, m), 1. 76 (2H, d, J = llHz), 2. 
25-2. 55 (5H, m), 2. 60 (2H, t, J = llHz), 3. 6 
25 8 ( 2H, d, J = 12Hz), 5. 7 6 (1H, s), 7. 18 (1H, t, 
. J = 8Hz), 7. 41 (1H, d, J = 8Hz), 7. 52 (1H, t, 
J = 8Hz), 7. 98 (1H, d, J = 8Hz), 11. 07 (1H, br 
s). MS (E I) : 3 1 1 (M + ) 
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mmm 201 

2 - ^ b asr—a,-? ^~/ut± 5 \*m* ^-/vmrnm. 1 . 0 g 1 3 

- 1 Ko ^/^fcXy i*^ 0 . 8 g Sr/j^T^^I I8i RSSteiRJfcS: 
fxV\ 3- (3-t Kn^f;l/^JJ??>'-l-^A') _ 2 H— <y3f 
5 ;yy-l-t^0. 3 gSrWfc. BM*1 4 3-1 44'C. 
HJfe^J 2 0 2 

2 - ^ h ^V^/V2j?=^7^=/VT-fe W 5 KIM ^/W^^lg 1 . 0 g t 3 
- ( <3-As% 7V;^4 ;v) y i?v o . 8 g £rjg V^T^I»!I 1 8 & FQ«I 
|£Rj£«rfirV\ 3- (3- (^^/v^/w^^r/w) f^p^-l-^/P) 
10 - V>- 3 g%#fc e Bt^l 8 7-1 8 8*C. 

mMffl 2 0 3 

3-^Pa-2H-'f y=^/ y 1 -t^l. Ogi: 

/v— i -> r y :/?7n*<<? ^ 1 . 4 g zm^xmrnm 1 1 mm^sj^^n 

v\ 3— (3-t — f y^^/W^^-y— i — -yaO 
i6 -2H-- fy^yyy-i-^yo. 8g^r#fe,i^ i3o-i32°c, 

1 H— NMR (4 0 0MHz, DMSO-d 6 ) 6:0. 8 4 (3H, d, J 
= 6Hz), 1. 6 5-1. 7 5 (1H, m), 2. 05 (1H, dd, J = 
13, 6Hz), 2. 30 (1H, t, J = 8Hz), 2. 40-2. 5 5 (2 
H, m), 2. 8 0-3. 0 0 (3H, m), 3. 2 5.-3/ 4 0 (2H, m) 

20 3. 40-3. 50 (1H, m), 3. 50-3. 60 ( 1 H, m), 4. 6 
0 (1H, t, J = 5Hz), 5. 76 ( 1 H, s), 7. 19 ( 1 H, t, 
J = 8Hz), 7. 42 (1H, d, J=8Hz), 7. 52 ( 1 H, t, 
J = 8Hz), 7. 99 (1H, d, J = 8Hz), 11. 10 ( 1 H, s). 
MS (E I) : 3 1 5 (M + ) 

25 MMM 2 0 4 

N, N-i?xf/l'-2-^f^yX7 5 F3. 8 2 g *5 £tJ* 5 - (i?*?- 

-<^^>-^hy/v3. o 3 g&m^TmmM8 2 kmmvxfex* 
fcfo%n\t\ 3- [4- (i?^^r^y) -2H--fy^/!Jy 
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- 1 -^-VS: 1 0 7mg (2%) 3r#7c 0 

1 H — NMR (CDC 1 3 ) d : 1. 53-1. 60 (2H, m), 1. 7 2- 

1. 79 (2H, m), 2. 25 (6H, s), 2. 12 — 2. 14 (2H, 
m), 2. 58-2. 60 (2H, m), 6. 26 (1H, s), 7. 37-7. 

5 44 (2H, m), 7. 56-7. 61 ( 1 H, m), 8. 33 (1H, d, 
J = 8. 0 Hz). 

m&m 205 

3-^ao-5-7;^n-2H — (y*S V ^-l-tVl. 0gi2- 
t *5-A>- 5vvtV<9 1 . 4 g SrJBVTSSEKfll 1 £ ^ 

10 f^j&^rffvv 5-7^^-13-3- (3-tKaaf^f;u-4-^f;Hf 

^7^-i-^^) - 2H->f p 1 p . 4g£#fco§i 

2 16-2 1 7*0, *H — NMR (4 0 0MHz, DMSO-d 6 ) 8 : 

2. 10 (1H, br. s), 2. 2 0-2. 30 (1H, m), 2. 23 (3 
H, s), 2. 59 (1H, t, J = llHz), 2. 70-2. 80 ( 2 H, 

15 m), 3. 30-3. 40 (1H, m), 3. 5 5-3. 6 5 (3H, m), 4. 
62 (1H, t, J = 6Hz), 5. 67 (1H, s), 7. 17 (1H, d 
d, J = 8, 5Hz), 7. 41 (1H, t, J = 8Hz), 7. 82 (1 
H, d, J=8Hz), 11. 3 3 (1H, a). MS (E I ) : 2 9 1 (M 

20 HJ&ft) 2 0 6 

2 - h dr^/^=/V7 W ^ KB** ^/^mm 1 . 0gi:3 

- (i^ ^/V'T 5: j * o. 7 g ^-cuifctfil i8i!^t 
\z&.fo : £ff\<\ 3- (3- (^^T^y^^-/^) tr^y^-i-^) 

-2H--fy^y^-l-^0. 5 g§r#fe„ ®^C1 4 1-1 4 3*0, 1 
25 H — NMR (4 0 0MHz, DMSO-d e ) 6:1. 02 (1H, q, J = 
11Hz), 1. 7 5-2. 0 0 (4H, m), 2. 00-2. 10 ( 1 H, 
m), 2. 13 (6H, s), 2. 35 (1H, t, J = llHz), 2. 66 
(1H, t, J = 1 1 H z ) , 3. 45-3. 60 (2H, m), 5. 72 (l 
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H, s), 7. 16 (1H, t, J = 8Hz), 7. 41 (1H, d, J = 
8Hz), 7. 50 (1H, t, J = 8Hz), 7. 97 (1H, d, J = 8 
Hz), 11. 16 (1H, s). MS (EI) : 28 5 (M + ) 
MMM 2 0 7 

5 N, N-^^/v- 2, 4-^f/^yX7^ Kl. 0gi:4-^7;- 
l-^^vt°-<y i^o. 8 glrl^T»j8 2<!:|Hl^ i KJSSrfTV\ 6 

-^^vw-3- (i -^^fc°-<!;^-4— Y/v) -2H-- ry^/yy 

-1-^0. 8 g£#fc 0 g4,&2 3 6 -2 3 8°C. X H— NMR (400 

MHz, CDC1 3 ) 5: 10. 23 (brs, 1H), 8. 
10 2 3-8. 1 9 (m, 1H), 7. 2 5-7. 2 0 (m, 2H), 

6. 23 (s, 1H), 3. 0 3-2. 9 0 (m, 2H), 2. 

51-2. 40 (m, 2H), 2. 44 (s, 3H), 2. 32 
(s, 3H), 2. 20-1. 91 (m, 4H), 1. 90-1. 

7 0 (m, 2H). MS (EI): 2 5 6 (M+) 
15 2 0 8 - 

N, N-^rc^-zW— 2, 5-v J ^f/W<>'X7$ Hi. 0g£4-->T/- 

i -p^^t^y -^o. s %%m^xmMms2.kmm\cm&%ft\<\ 7 

-*f-;v-z- (l-^^vvf^y -i>^-4— -2H-^y^/y^ 

-l-^">0. 3 g$r#fc e jgt£2 3 9-2 4 It:. 1 H— NMR (4 0 0 
20 MHz, CDC1 3 ) 5: 10. 5 0 (brs, 1H), 8. 
.13 (s, 1H), 7. 4 5-7. 3 5 (m, 2H), 6. 28 
(s, 1H), 3. 01 (d, J = ll. 4, 2H), 2. 57 
-2. 41 (m, 1H), 2. 46 (s, 3H), 2. 35 (s, 
3H), 2. 14 (t, J = ll. 7, 2H), 2. 02 (d, 
25 J = 13. 4, 2H), 1. 8 8-1. 7 5 (m, 2H). MS (E 
I ) : 2 5 6 (M+) 

Mmm 209 

N, N-i?^^/U-2, 6-^f/^yX7 5 Kl. 0g£4-W7- 
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3 - (i -^^-/v^^y -2H — fy^yy^ 

- 1-^-^0. 2gl:#fcoM2 0 0-2 0 2t. J H-NMR (4 0 0 
MHz, CDC 1 3 ) 5: 11. 33 (brs, 1H), 7. 
5 4 2 (t, J = 7. 8, 1H), 7. 29 (d, J = 7. 8, 1 
H), 7. 13 (d, J = 7. 0, 1H), 6. 23 (s, 1 
H), 2. 98 (d, J = 12. 2, 2H), 2/92 (s, 3 
H), 2. 5 6-1. 9 2 (m, 1H), 2. 3 1 (s, 3H), 
2.07 (t, J = 10. 7, 4H), 1.83-1.72 (m, 
10 2H). MS (EI): 2 5 6 (M+) 

mmm 210 

o g i4-^7;-i-^f/^p^vo. 6 g&m^xmM®]8 2tm 

m~Ufc&ft\*\ 7-*Y <3-;v***s- 3 - ( 1 Viz 
15 — A -^ ;V ) _ 2H- << V 1 - t'yo. 6 g £r#fc 0 jgk&2 0 0 

-2 0 2U 1 H— NMR (400MHz, CDC1 8 ) 5: 9- 
86 (brs, 1H), 7.92 (d, J = 2.7, 1H), 7. 
43 (d, J = 8. 8, 1H), 7. 32 (dd, J = 6 . 1, 
2. 4, 1H), 6. 27 (s, 1H), 5. 26 (s, 2H), 
20 3 . 4 8 (s, 3H), 3. 02 (d, J = ll. 2, 2H), 
2. 5 0-2. 3 8 (m, 1H), 2. 3 6 (s, 3H), 2. 
2 1-2. 0 8 (m, 2H), 2. 0 6-1. 9 5 (m, 2H), 
1. 8 9-1. 7 5 (m, 2H). MS (EI): 3 0 2 (M+) 

mmw 211 

25 7-^h^f/Ut^-3- (1 -*^/nf-<y i^V-4—r/V) -2 
H-^ y^y y ^_ 1 _^-^o. 4 g Sr^V^HJStfil 1 0 8 i: BURlnRjCSr 
fyV>7-t Kta#^-3- (1-^^/Vtr^y i^V-4— <M -2H — T 

y^yjjy-i-tyl»lo. 3 g %nti 0 MM2 8 4- 2 8 6^c. x h- 
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NMR (4 0 OMHz, DMSO-d 6 ) 8:11. 11 (brs, 1H), 
10. 46 (brs, 1H), 9. 87 (s, 1H), 7. 50- 
7. 44 (m, 2H), 7. 14 (dd, J = 5. 9, 2. 7, 
1H), 6. 23 (s, 1H), 3. 47 (d, J = ll. 7, 
5 2H), 3. 0 6-2. 9 1 (m, 2H), 2. 7 4 (s, 3H), 
2. 62 (t, J = 12. 0, 1H), 2. 14 (d, J = 13. 
4, 2H), 1. 9 3-1. 7 9 (m, 2H). MS (EI): 2 
5 8 (M+) 
HJfiM 2 12 

io 3-^PP-5-^f/i/-2H— fy^;j)y-i-ty3. ogi (s) 

- 2 - 1 ^tr^ i» 5 . 0 g Sr/BV^IHfifll 1 £ I3*K:KJ& 

£?TV\ (S) -3- (3-fc KP^^;Hf^7^-l — T/l") -5- 
^f/W2H-fy^Py-l-ty3. 4g<£r#fc 0 (S)-3-(3- 

t ko ^vnf^s^- i — r^) - 5 2 h— r y^/y 

15 ^-1-^-^3. 4g^7th=hJJ;V60mLJb > ±t)'37%*;WP>'^ 
^7. 4mLWU. Tk^TTTK^biXT/^^m^h y 9A2. 6g 

20 bfce * * ^ : ^ ^ y ~-/w= 4 : 1 ^W#2r^tU-C#fffl bfc^^r 

*M VZfxi tVl^— 7Vl^Tgfci#-U ( S ) - 3 - (3-fcKo *ris* f-As- 

1 — fju) -5-^f/V-2H- <f V^f/ JJ ^- 1 
-^2. lg£r#fc 0 i$i/& 184-186t, 1 H— NMR (4 0 OMH 
z, DMSO-d 6 ) 6:2. 11 (1H, br. s), 2. 20-2. 30 
25 (1H, m), 2. 23 (3H, s), 2. 38 (3H, s), 2. 57 ( 1 H, 
t, J = 10Hz), 2. 7 0-2. 8 5 (2H, m), 3. 30-3. 40 
(1H, m), 3. 5 0-3. 6 5 (3H, m), 4. 61 ( 1 H, t, J = 
5Hz), 5. 62 (1H, s), 7. 08 ( 1 H, t, J = 8Hz), 7. 
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38 (1H, d, J = 8Hz), 7. 86 (1H, d, J = 8Hz), 11. 
17 (1H, s ) . MS (EI) : 287 (M + ) 
MMW 213 

N, N - v'xf/u- 2 - ^ f/^^XT $ K 1 . 5g£4- (t°n ]} 

5 l-^/^^fo^hy/n. i gSr^wriui^js 2 tmmfcKj&&m\ 
3- o- <xxiwi/-\-s(?v) ~?xi\f)V) -2h — ry^/u^-i 

-^0. 2g^#fc 0 «117-119t. 
HJfeM 2 14 

3, 5-^nD-2H-^y^;!Jy-i-tyi. Ogii-^f^- 
10 2 - Kb ^ 1 . 4 g SrffllvClUfcfc! 1 £ ^HiSJtSSr 

fjV\ 5— ^n.a — 3— (3 — t Ka^i';* ^vV— 4 — p< 5vH^s7 

l-^f/v) -2H-^y^;yy-i-tyo. 5 g &#fc e 212 

-2 1 4<C, 1 H — NMR (4 O 0MHz, DMSO-d 6 ) 8:2. 11 (1 
H, br. s), 2. 20-2. 30 (1H, m), 2. 24 (3H, s), 2. 

15 6 2 (1H, t, J = llHz), 2. 7 5-2. 8 5 ( 2 H, m), 3. 3 
0-3. 40 (1H, m), 3. 5 5-3. 7 0 (3H, m), 4. 64 (1 
H, t, J = 5Hz), 5. 79 (1H, s), 7. 16 ( 1 H , t, J = 8 
Hz), 7. 69 (1H, d, J = 8Hz), 7. 98 (1H, d, J = 8 
Hz), 11. 4 0 (1H, a). MS (El): 3 0 7, 3 0 9 (M + ) 

20 2 16 

N, .N - v^x^v- 2 - ^ f ;W<yX7 ^ K3. 8 2g43J;t^4- (fc^P 

itz-T?RJ&&?T\<\ 3- [3- (fc^Di^-l-^/U) r/tzfcM -2H- 
^y^yy-l-ty3 2 6mg (6%) £r#fco 
26 X H— NMR (CDC 1 8 ) d : 1 . 5 2 .( 2 H, m) , 1. 8 7 (6H, m), 
2. 5 1 (6H, m), 2. 6 9-2. 7 2 (2H, m), 6. 2 7 ( 1 H, 
s), 7. 39-7. 46 (2H, m), 7. 58-7. 62 (1H, m), 8. 
3 5 (1H, d, J = 8. 0 Hz), 11. 9 8 ( 1 H, m) . 
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$mm 217 

N, N — s?oc^/u— 3— * b f ;vt^^- 2 - ^ f /MyX7 5 Kl. 
5g£:4- (t°oy v?>—i-^ y u) ^ n =hP;n. o g &m^xmM 
Ml 8 9 tlRl^'SJSSr^TV\ 5-t Fodf>>-3- (3- (tfn JJ 

5 l— (M -2H-^y^yy-i-tyo. 2g£#fc 0 I& 

/&2 2 2 — 2 2 5*C. 

mM&\ 218 

N, 3-^f;MyX75K8. 2 0 g :fcJ;TJt 3 - (If 

-<3J^^-1— fM ^Dft^MJ/l-e. 6 3 g^V>T^Jg^i|8 2 

10 ^O^jfe-e^J5£;^fi ; V\ 5-^^71^-3- [2- (t°^i;^^-i — f/u) 
-2H — fy^/ y V-l-^-^Sr4 1 Omg (4%) #fc 0 
'H-NMR (CDC1,) d : 1. 52-1. 5 7 (2H, m), 1. 69- 
1. 77 (4H, m), 2. 48 (3H, s), 2. 5 0-2. 5 3 (4H, 
m), 2. 6 7-2. 6 9 (4H, m), 6. 30 ( 1 H, s), 7. 28-7. 

15 3 1 (1H, m), 7. 41-7. 44 ( 1 H, m), 8. 23 ( 1 H, d, 
J = 8. 1Hz), 11. 47 (1H, m). 
MMM 2 19 

N, ^ K3. 8 2 g *5£U«3 - (f^U 

S^-1-^AO yPt°t=hy;V3. 3 2g»t»j8 2til© 

20 ^-eSjC&^V\ 3- [2- (fcViy^-l — f/U) rc^3 -2H- 
. <<V*rJ ]) is-l-jr-y&l 5 lmg (3%) #fc 0 
X H— NMR (CDC1 S ) d:.l. 51-1. 56 (2H, m), 1. 69- 
1. 7 7 (4H, m), 2. 5 3 (4H, m), 2. 6 7-2. 7 1 (4H, 
m), 6. 19 (1H, s), 7. 3 6-7. 43 (2H, m), 7. 55-7. 

25 6 1 (1H, m), 8. 3 4-8. 3 7 (1H, m), 11. 51 (1H, m). 
m&M 2 2 0 

N, N-i?xf;k-2-^f/^/7^ K3. 8 2g*5j:TJt3- (t?Pp 
1 — < A?) 7* h JJ 2 . 9 8 g 2r/Bl^T^»!l 82t R|&4> 
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j7&tX-BLJ&$:ft^\ 3- [2- (Ifn V 1 -J fr) ^/K) -2H- 

^y^;5y-l-Ml86mg (4%) #fc 0 

1 H — NMR (CDC 1 a ) d : 1 . 9 5 (4H, m), 2. 8 5-3. 0 1 (8 
H, m), 6. 29 (1H, s), 7. 38-7. 4 6 (2H, m), 7. 5 7 
5 -7. 64 (1H, m), 8. 34 (1H, d, J = 8. 1Hz), 11. 4 
4 (1H, m). 

mmw 221 

N, N-i^n^A—2, 3-^>f;^X7 5 K4. 1 Og*5£TJ*3- (fc* 
ny^y-l-^V) ^nt°^-=hy/1^2. 9 8 gSrJ^TllJS^jS 2tm 

io »©^ife-csjSSrffv\ 5-^^/v-3- [2- (trtays»-i — rvv) 

ai^/U] -2H-^y^r^y>'-l-t>'Sr5 2ni g (0. 4%) #fc 0 
X H — NMR (CDC 1 3 ) d : 2. 19 (4H, m), 2. 5 2 (3H, s), 
3. 29 (4H, m), 3. 50 (4H, m), 6. 63 ( 1 H, s), 7. 3 
3-7. 39 (1H, m), 7. 49 ( 1 H, d, J = 6. 8 Hz), 8.1 
15 7 (1H, d, J = 7. 8Hz). 

mmw 2 2 2 

N, N- i?ai^/W-2, 3-^^/l«<yX7$K5. 6 4gj3j;tJ54 - (f 
nP^y-l-^V) ^fonMJ/M. 6 2 g ^m^XMMM 8 2 t I^H 
G>;frifc-0/*JS:&*TV\ 5-^^-3- [3- (tfnJJS^-l — <( M "7 
20 o tf;i/- 1 - 2 H-^ y =3f-; U y- 1 - t^lr4 5 3 m g (6%) 

X H— NMR (CDC 1 3 ) d : 1. 8 5-1. 9 9 (6H, m), 2. 50 (3 
H, s), 2. 60-2. 7 6 (8H, m), 6. 35 (1H, s), 7. 27 
-7. 32 (1H, m), 7. 43 ( 1 H, d, J = 6. 8Hz), 8. 22 
25 (1H, d, J = 7. 8 Hz), 12. 0 6 ( 1 H, m) . 
mMW 2 2 3 

3 -7$ / — 1 , 5.-i?l:KP-3-.(4-n'^) fc"^:/* C4, 3- 
c] t°y i?^-4-^-^2. 2 g*3<fcTJ*JJ ^3. 3 g&7R4 0mL|« 
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U M&T'VWffiWfrhVVJ* (0. 7 3g) 7R^2mL^Tbfc 0 ffi 

5 MiLtl, 5— 5?fcKta-6- f^^ti [4, 3- 

c] fj/ S^- 4-^-^0. 4 2g£#fc 0 1 H— NMR (DMSO-d 6 ) 
6:6. 95 (1H, s), 7. 78 (2H, d, J = 6Hz), 8. 16 (l 

H, s), 8. 67 (2H, d, J = 6Hz). 

I, 5 -S*fc Kn-6- (4-rfcri7$W t*7J/o [4, 3-c] trys?^ 

io -4-^->-o. 4 2 g ^rnjg^j i 9 o k mm<o^m-vmt^n\f\ 1, 5- 

i^tKt3-6- (l-^^vv-l, 2, 3, 6— r b^fc Kutf y i^^-4 
— fy/n [4, 3-c] 1 3 g £r#fc e 1 

H — NMR (DMSO-d 6 ) 5:2. 27 (3H, s), 2. 40-2. 5 
4 (4H, m), 6. 3 6 ( 1 H, s), 6. 4 4-6. 4 9 (1H, m), 8. 
15 01 (1H, s), 10. 48 (1H, brs). 

mmm 22 a 

N, N, N, N-7 h 7^ f 2 - ^ W y 7 ^;V7 5 K 9 . 6g£4 

*rfrV\ N, N-i^^vV-3- ( 1 ^/Hf-^U i^V- 1 -^/V) -2 
20 H-l-^y-fy^r/ JJ V-5-^/V^^f-5 K1/47K#»7. 4g 
3r#fc 0 1 H— NMR (CDC 1 3 ) 5:1. 7 0-1. 9 2 (2H, m), 1. 
95-2. 12 (4H, m), 2. 35 (3H, s) N 2. 44-2. 5 6 (1 
H, m), 2. 8 3 (3H, s), 2. 9 5-3. 0 6 (2H, m), 3. 2 2 
(3H, s), 6. 27 (1H, s), 7. 46 ( 1 H, t, J = 8Hz), 7. 
25 5 7 (1H, dd, J = lHz, 7Hz), 8. 41 ( 1 H, ddd, J = l 
Hz, 2Hz, 8Hz), 10. 37 ( 1 H, brs). MS (EI) : 3 13 
. (M+). 

mmm 225 
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t^^t Ko^fyKiii?y-7-^i l. 5g, p - y?\s^is^;\sT£-}\s 
y^T— K15. 0 gSrv*;* h*m=.*ls2 O OmLfei^y 
— A-5. 4mL|cMU ^T-C*^At-^h^>Kl6. 6 g SriP 

^/-;l/5 : l*S£Xfi4 : l«ffl^fe*i^*M»lltt©IM*^ (A) £2. 
Og, ftBttOJItttt: (B) *4. lgl^ilttt 
4&tift£0>JM£ft (A) *H— NMR (CDC 1 3 ) 5 : 1. 4 3-2. 2 4 (1 
3H,'m), 2. 4*0 — 2. 48 (m, m), 3. 02-3. 18 (2.H, 
m) . 

AHfi1£®JM£# (B) 1 H— NMR (CDC 1 3 ) 6:1. 35-1. 53 (2 
H, m), 1. 6 8-2. 2 5 (8H, m), 2. 3 2 — 2. 44 ( 1 H, m), 
3. 0 3 — 3. 14 (3H, m). 

N, S-.^f^XT? Kl. 4 gi7-^7;t 

j^fcKta-ffKP S?>-<^M4£<E>Mf£# (A) 0 . 7 5 g Sr/B V>"C»0!l 

8 2£EI#fc:Rj£&fTV\ 5-^^-3- (^^tKB^VK!!^- 
7— f/U) _ 2H-- < y^r/ y X- 1 — sf:>3/4;Jcftan4ftO. 2 g £r#fc 0 

^H — NMR (DMSO-d 6 ) 6:1. 3 2-2. 2 5 (1 1H, m), 2. 
47 (3H, s), 2. 49-2. 61 (1H, m), 2. 97-3. 2 5 (2 
H, m), 6. 3 5 (1H, s), 7. 2 8 (1H, t, J = 8Hz), 7. 4 

9 (1H, d, J = 7Hz), 8. 00 ( 1 H, d, J = 8Hz), 11. 1 
4 (1H, brs). MS (EI): 2 8 2 (M+). 

mmm 226 

N, N-^^^/^-2, 3 - v^y 5 F 1 . 4gfc7-^7/t 

^^t Ku-fyKy S^©i«5ffif£©#M9i# (B ) 0 . 7 5 g Srffl V^^SStfl 
8 2£IB#*cKJE&&ffV\ 5-y^/V-3- (^^th'n^yKy^- 
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'H-NMR (DMSO-d 6 ) 5 : 1. 3 0-2. 2 5 (l 1H, m), 2. 
47 (3H, s), 2. 4 9-2. 6 5 ( 1 H, m), 2. 92-3. 21 (2 
H, m), 6. 35 (1H, s), 7. 28 ( 1 H, t, J = 8Hz), 7. 4 
5 9 (1H, d, J = 7Hz), 8. 00 (1H, d, J = 8Hz), 11. 1 
4 (1H, brs). MS (EI) : 2 8 2 (M+). 
MMM 2 2 7 

N, N-S^y^vW-3- (l-^^t"<y^y-l — -2H-1- 

*n^-c^fmufc^^»u 3- a-y^txi; s^-i-^ao - 

2H- 1 -^3ry-f y^y JJ V- 5 -^/^VBfcifiSfcitt«r#fco *H— NMR 
(DMSO-d 6 ) 6 : 1. 80-2. 01 (2H, m), 2. 10-2. 2 
.4 (2H, m), 2. 76 ( 3 H, s), 2. 95-3. 11 ( 2 H, m), 3. 
15 2 0-3. 3 1 (1H, m), 3. 24-3. 5 7 (2H, m), 7. 3 6 (1 
H, s), 7. 52 (1H, t, J = 8Hz), 8. 28 (.1 H, dd, J = 
2Hz, 8Hz), 8.. 40 ( 1 H, d, J = 8Hz), 10. 51 (1H, 
brs), 11. 58 (1H, brs), 13. 25 (1H, brs). 

mmrn 228 

20 N, N-i^^vW-2, 3-^^yX7^ K4. 10 g^«tt^4- (tf 

<Djjm-?BU&&ft\,\ 5-y9vV~3- [3- (fcV<y Vl/-\-^;V) y 9 
ofcVK] -2H-^y^!Jy-l-t^l9 6mg (4%) #fc 0 
1 H— NMR (CDC 1 3 ) d:l. 55-1. 56 (2H, m), 1. 80- 
25 1. 9 0 ( 6H, m), 2. 3 9-2. 43 (6H, m), 2. 49 (3H, 
s), 2. 68 — 2. 73 (2H, m), 6. 33 (1H, s), 7. 26-7. 
28 (1H, m), 7. 42 (1H, d, J = 7. 3Hz), 8. 23 (1H, 
d, J = 8. 4Hz). 
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mmm 229 

N, N-^xf;P- 2 - ^ f /W<yXT $ K 3 . 8 2 g*3 «fct*2-^?vV 

;rt h= h v^2. o 2 g ^i/^»8 2 kmm<Dj7m-e&j&%: 

frv\'s- (^f/wr^) ;*9vV~2H— T y^/ y^-l £rl. 

5 2 0 g (3 2%) £#fc 0 

X H — NMR (CDC 1 3 ) d : 2. 2 9 (6H, s), 3.3 6 (2H, m), 
6. 32 (1H, s), 7. 42-7. 49 (2H, m), 7. 60-7. 6 
6 (1H, m), 8. 38 (1H, d, J = 8. 4Hz), 9. 22 (1H, 
m) . 

10 MM&l 2 3 0 

N r • N - ^xf A- 2 - ^ f /W<yX7 K 3 . 8 2 g *5«fc£J* (4 ^vl^ 
tV^S^- 1 ->f>W) T-fe b=hy/W3. 3 4 g£Ji^Tm£0!l8 2 i: 1^ 
^#j£X£j&£*TV\ 3- [(4-^f/W^7^-l — f/1") ^/V] 
-2H->fy^/'n — 8 3g (3 6%) £:#fc e 
15 X H — NMR (CDC 1 3 ) d:2. 31 (3H, s), 2. 51-2. 54 (4 
H, m), 3. 44 (2H, m), 6. 35 (1H, s), 7. 42-7. 49 
(2H, m), 7. 6 0-7. 6 6 ( 1 H, m), 8. 37 ( 1 H, d, J = 
8, 1Hz), 9. 13 (1H, m). 

mmm 231 

20 N, N-i?xf/V-2-^f/V<yX7 5 K3. 8 2 g^WN-^/^ 
gvv-t^y ^2. 9 8 g &m^xm&M 8 2 £|f^o;^^&;M=rv\ 
3- (t'^y vV^/^) -2H — ( y*; y>-i-*is&2. 0 3 g (4 

3%) 

1 H — NMR (CDC 1 3 ) d : 1. 4 6-1. 6 4 (6H, m), 2. 4 0- 
25 2. 4 3 (4H, m), 3. 3 7 (2H, s), 6. 3 1 (1H, s), 7. 4 
1-7. 48 (2H, m), 7. 5 9-7. 6 5 ( 1 H, m), 8. 37 (1 
H, d, J = 7. 6Hz), 9. 24 (1H, m) . 

mmm 232 
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N, N— e?if/W2-^f/KyX7 5 K3. 8 2 g &J^N-^/i'/fry 

03 g &/BV^-CHJ£03 8 2 i|B)«l©^feT?S*S*fTV\ 

3- [(^/v^y -y-i-^M t^frl -2H--fy^yyy-i-tyi: 

1 . 3 8 g (29%) SrWfco 
5 X H-NMR (CDC 1 3 ) d : 2. 4 9-2. 5 3 (4H, m), 3. 4 3- 
3. 47 (2H, m), 3. 7 2-3. 7 6 (4H, m), 6. 35 (1H, 
s), 7. 4 3-7. 49 (2H, m), 7. 61-7. 67 ( 1 H, m), 8. 
36 (1H, d, J = 9. 9Hz), 9. 12 ( 1 H, . m) . 

mmm 233 

10 N, N - v^^vv- 2 - ^ f;l^yX7 $ F3. 8 2 g *3 £TJ* Ofc^ tr-< y 
*S V 1 -^->-^r2. 54 g (5 0%) 3r#fd 0 

X H— NMR (CDC1 3 ) d : 1. 62-1. 65 (8H, m), 2. 63- 
15 2. 6 5 (4H, m), 3. 5 2-3. 5 4 (2H, m), 7. 2 4 (1H, 
s), 7. 41-7. 47 (2H, m), 7. 5 9-7. 6 5 (1H, m), 8. 
38 (1H, d, J=7. 9Hz), 9. 25 (1H, m). 

mmm 234 

N, K3. 8 2g*5j;tJ«4- Ofr^t? 

20 "<y 1 -iWO h U/W3. 9 9g^V^li8 2i:l^i 

©#ifeT?Rjt*fTV\ 3- [3- (**tr-^9^-i— iw) 
- 2H-' r y^/ y 1 -^-^^2. i2 g (38%)^fc 0 

X H— NMR (CDC 1 3 ) d: 1. 56-1. 84 (llH. m), 2. 54 
-2. 58 (2H, m), 2. 6 5-2. 7 6 (5H, m), 6. 23 (1H, 
25 s), 7. 3 6-7. 44 (2H, m), 7. 55-7. 61 (1H, m), 8. 
35 (1H, d, J = 7. 8Hz), 11. 84 (1H, m). 

mmm 235 

3- (tr^y 4-4 ?v) -5-^f;i'-2H— fy^;u^-i-t 



182 



WO 02/094790 



k PCT/JP02/04995 



ISO. 7 3gfciV7/l/77^ KO. 32g^l, 3 - 3vW 5 !) 
^-2-^-^1. 4mLMU 1 3 0 , C-C6^Jn^S#UfCo 

: y*y-/i«l 0 : lSEm^SrftSlBUT^fmUfcJISftSrSffift^^Tfft 
5 j#-b N 3- (l-^77^^^P^-4 — (Sis) - 5 —**f-As— 2 
H-^y^y !JV- 1-^-^1 / /4tK#»0. 5 7g3r#fc 0 1 H— NMR 
(DMSO-dj) 5 : 1. 6 8-1. 8 4 (2H, m), 1. 94-2. 0 
5 (2H, m), 2. 47 (3H, s), 2. 51-2. 60 (3H, m), 3. 
5 6-3. 6 5 (2H, m), 6. 38 (1H, s), 6. 70 (2H, s), 
10 7. 2 9 (1H, t, J = 8Hz), 7. 49 (1H, d, J.= 7Hz), 8. 
•0 0 ( 1 H, d , J = 8 H z ) . 11. 17 ( 1 H, b r s ) . 

mmm 236 

fvutf ^7 2 -^-^ 2 . 0 g sr/sv^-cum^i 1 t mm^R^^f^. 

15 3- (4-^f;W3-^y^7^-l-^/» -5-^f^-2H 
— f yy-l-t^l/l 0*#»3 0. 7 glr#fc. 1 H-NMR(D 

MSO-d 6 ) 5:2. 41 (3H, s), 2. 90 (3H, s), 3. 37- 
3. 52 (4H, m), 3. 8 1 (2H, s), 5. 6 8 ( 1 H, s), 7. .1 
2 (1H, t, J = 8Hz), 7. 40 ( 1 H, d, J = 6Hz), 7. 90 

20 (1H, d, J=8Hz), 11. 2 1 (1H, b r s). MS (E I ) : 2 7 
1 (M+). 

mmm 237 

3- (t°^y ^>-4-^cm -5-y-^/v— 2H^y^; y v-i-tf- 

^6. 3 g % ->-a.!7m27K?P^6. 6 g*3£rJ*M*7- b y 7^3. 6 g £ 

tr^y i^^— 4-^/W -5->f/w-2H-^y 3 ry y ^-1-^-^7. 
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. — 5-*f-/V—2H.—>(y*cS !Jy- l-tV7. 0 g«7 0mL^ 
m 3cifrTT?ffi*&5fe 6 . 7 g &$UZ.tc 0 l0 0tT*3 BSTOnlim 

3- (i -75 j f^y i»-4-^M -5-*^-2tt-4 y 

10 6g^#fd 0 X H — NMR (DMSO-d 6 ) 8:1. 67 

— 1. 90 (4H, m), 2. 05-2. 16 (2H, m), 2. 34-2. 
43 (1H, m), 2. 46 (3H, s), 3. 02-3. 10 (2H, m), 
3. 44 (2H, brs), 6. 34 ( 1 H, s),. 7. 29 ( 1 H, t, J 
= 8Hz), 7. 49 (1H, d, J = 7Hz), 7. 99 (1H, d, J = 

15 8Hz). 11. 23 (1H, brs). MS (EI): 25 7 (M+). 

mm 238 

3- (1 -r^y tr^p i^v-4— r/i-) -5-^f^-2H — ry^/y 

^-1-^0. 7 7g^tfy^yi0mL»U TifC^TT^b^^^ 
^/kjjw^O . 2 8mLSrWTl/fc. ^J^T^^^Tfc^B^T^ o n 

^vv^ifc^u 3- (l- (^^y^*=/v75;) 

tV) - 5 - ^ ?vW- 2 H — ry^!)V-l-t^0. 5 5g^#fc. *H- 
25 NMR (DMSO-d 6 ) 5:1. 79-1. 91 (4H, m), 2. 47 (3 
H, s), 2. 5 1-2. 5 4 (1H, m), 2. 5 5-2. 6 9 (2H, m), 
2. 93 (3H, s), 3. 15-3. 23 (2H, m), 6. 37 ( 1 H, 
s), 7. 29 (1H, t, J = 8Hz), 7. 49 (1H, d, J = 7Hz), 
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8. 00 (1H, d, J=8Hz), 8. 21 (1H, s), 11. 11 (1 
H, b r s). MS (EI) : 3 3 5 (M+), 

mmw 239 • 

3- (i -r $y t°^p — (M -5-/t^-2H — ry^/y 

5 f-l-^O. 7 7git{bMJ7;WtP7-tf/l'0. 5 1mLSr^-C 

mmm 2 3 s t ra«Kifia&«rfjv\ 3 - ( 1 - > v -7?^** 7tfr$/e 

<<y -5-^5 1 ;W2H-1'y^^-l-tyO. 6 

7g&.#fco 1 H— NMR (DMS O— d 6 ) 5 : 1. 7 9-2. 0 0 (4H, 
m), 2. 48 (3H, s), 2. 51-2. 58 ( 1 H, m), 2. 71-2. 
10 8 3 (2H, m), 3. 0 2-3. 12 (2H, m), 6. 3 9 (1H, s), 

7. 29 <1H, . t, J=8Hz), 7.49 (1H, d, J = 7Hz), 8. 

00 (1H, d, J = 8Hz), 10. 44 ( 1 H, s), 11. 14 ( i H, 

b r s). MS (EI) : 3 5 3 (M+). 
HJE002 4O 

15 N ? .N-^^-2-^^/V-^^XT^ K3. 8 2 gfcJ:TJ«3- C^^-tr 
*<]) 1 — (A*) 70^15^3. 6 5gSrfflV^WJ8 2i:|II 

m<Dj7mx~&j&&?f\,\ 3- [2- (^^-tr-<y ^f-?v\ 

-2H-^y^7Py-l-M3 5 3mg (7%) #fc 0 
1 H — NMR (CDC1 3 ) d : 1. 60-1. 61 (7H, m), 2. 61- 
20 2 . 6 5 ( 2H, m), 2. 7 4 — 2. 8 6 ( 7 H, m), 6. 18 (1H, 
s), 7. 3 6-7. 40 (2H, m), 7. 4 6-7. 5 8 (1H, m), 8. 
35 (1H, d, J = 7. 8Hz), 11. 78 (1H, m). 

mmm 241 

2 - 1 kp W 5 / - 4 - ^ f ^- 1 -^f y^; y 1 6 . 3 gfe±» 

25 p - WVoc^^l^^/Vl 9 . 6 g h V ?^7K*&$& (8. 7 g/ 

12 7mL) 5 O'C-eS^^UfCo R^m\^ ^^<^ 
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£rttR U2-^7;^ TA'- 3-* ?-A&%SBl 1 1 . 8 g 3r#fc 0 
X H — NMR (DMSO-d 6 ) 6:2. 42 (3H, s), 4. 20 (2H, 
s), 7. 37 (1H, t, J = 8Hz), 7. 50 (1H, d, J = 8Hz), 
7. 76 (1H, d, J=8Hz), 13. 28 ( 1 H, brs). 

10 ttiUfc*N&Sc:*3*U 3-7^/-5-^^-2H"-^y^!Jy-l- 
^-^9. 4g5r#fc 0 

1 H — NMR (DMSO-d 6 ) 6:2; 28 (3H, s), 5. 46 ( 1 H, 
s), 5. 60 (2H, s), 6. 88 (1H, t, J = 8Hz), 7. 27 (l 
H, d, J = 8Hz), 7. 78 (1H, d, J = 8Hz), 10. 63 (1 
15 H, brs). 

3-7$;-5-^f/V-2H-'fy^/!Jy-l-t>'0. 87g s N, 
N-^W^/^'J^ItlO. 9 1 g^rfU i?>2. OmL&£Xf 
OmL|«$* N tK^T-C2-^ nn- 1, 3-S^^VV 
W^/y^7A^ny Ki. lg »x.fe e HJf»T^ Klt&&* n n 

20 ^/va - x * y *-/Hn&ttKt£i*# u y !7 atk^t?^ ufc 0 a 

h^77>f- iCTltRU ^putJn/^A : ^^7— /V=3 0 : l$fStti# 
Sr»»UT*ffflbfc*Sfa4ratSiU, N- (5-^^/V-2H-l-^y-T 
y^;!)^-3-^V) -2- T-f^^KO. 5g^# 

25 fc 0 1 H — NMR (DMSO-d 6 ) 6:2. 31 (6H, s), 2. 41 (3 
H, s), 3. 12 (2H, s), 7. 04 ( i H, s), 7. 22 (1H, t, 
J = 8Hz), 7. 48 (1H, d, J = 8Hz), 7. 9 6 . ( 1 H, d, J 
= 8Hz), 10. 11 (1H, brs), 11. 40 ( 1 H, brs). MS 
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(E I) : 2 5 9 (M+). 

3-T5/-5 - ^f/V-2H-'f y^r / Uy-l-t^O. 87gi3- 
(^f/VT^y) ^latr^BWfflWftl. 0 g£JlV>T£l»j2 4 1 

5 m^^S^tTV^N- (5-^f;v-2H-i-t^y^y^;yy-3--f 

AO -3- KO. 4 g§r#feo X H-NMR 

(CDC 1 3 ) 6:2. 435(6 H, s), 2. 443 (3H, s), 2. 5 
0-2. 55 (2H, m), 2. 66-2. 71 (2H, m), 5. 79 (1 

H, s), 7. 22 (1H, t, J = 8Hz), 7. 38 — 7. 41 (1H, 
10 m), 8. 20 (1H, d, J = 8Hz), 11. 62 (1H, brs), 12. 

6 2 (1H, brs). MS (EI) : 2 73 (M+). 

mmm 244 

3- .(1-7$; tr-^y v^-4— -ov) -5-^f/v-2H-. < y 

^- 1 -^"^ 1 . 0 g 82t |U^^5l5c^3^ ^vWbSrfrV* 3 - ( 1 

15 -^f;>7 5/ tr^y^-4— -5-^f/v-2H->fy*;p 

^-l-^-^O. Sg^fee 1 H— NMR (DMSO-dj) 8 :1. 61 
- 1. 8 7 (2H, m), 1. 9 0-2. 0 0 (2H, m), 2. 2 9 (6H, 
m), 2. 3 0 — 2. 40 (3H, m), 2. 46 (3H, s), 2. 93-3. 

02 (2H, m), 6. 34 (1H, s), 7. 28 ( 1 H, t, J = 8Hz), 
20 7. 4 9 (1H, d, J = 7Hz), 7. 99 ( 1 H, d, J = 8Hz). 1 

I. 2 3 (1H, brs). MS (EI): 28 5 (M+). 

mmm 245 

3 -75/-5->if;W-2H-'f y^r/ P 1 -tVO. 8 7 g t 4 — 

(i^y f/v7 ^ y) >mmmm. 1 . 1 g sr^-cum^i 241 h mmz. 

25 S*S ; MtV>N- (5-^f;V-2H-l-^y^y^r/' P ^-3— fA^>_ 
-4- (^yf;V7$y) ^y75K0. 5g-gr#fCo *H-NMR (CD 
CI 3 ) 5:1. 83-1. 92 (2H, m), 2. 42 (3H, s), 2. 4 
3 (6H, s), 2. 54-2. 6.3 (4H, m), 5. 76 ( 1 H, s), 7. 
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20 (1H, t, J = 8Hz), 7. 39 (1H, d, J = 7Hz), 8. 2 
0 (1H, d, J = 8Hz), 11. 81 (1H, brs), 12. 79 (1 

H, brs). MS (EI):28 7 (M+). 

mmrn 2 4 6 

5 3-T$ y -2H-- < y^r/ V ^- l-^O. 8gi4- (^f^7^ 

y ) :/y v^^ig l.is zm^xmrnm 2 Ait mm^R^n^-N- 

(2H- 1 y^ry JJ^- 3— OV) -4- (*^^75^) ^ 

*>-T$ KO. 6gSrftfc e *H — NMR (CDC 1 3 ) 6:1. 8 2-1. 
90 (2H, m), 2. 4 1 (6H, s), 2. 5 3-2. 6 6 (4H, m), 
5. 68 (1H, s), 7. 2 5-7. 3 7 (2H, m), 7. 54 ( 1 H, 
t, J=7Hz), 8. 32 (1H, d, J = 8Hz), 11 . 86 (1H, 
brs), 12. 68 (1H, brs). MS (EI): 2 7 3 (M+). 

mmm 247 

N— ( t — ~? Y ** 9 s1iArf$.~A'* ^jv) — N-y ^vi^^v^-^T 5 V l 4 . 

^'>^W7A^Q-7f^77^-ittjtlu ^on^A : y^y 

-71-4 0 : l*W^*ai«UT*fWbfc»*«riMJtU 3- (2- (N- (t 

-^fy^7!)>-l-ty6. 6g£#fc c 1 H — NMR (CDC 1 s ) 5 : 

I. 48 (9H, s), 2. 45 (3H, s), 2. 7 7-2. 8 6 (2H, 
m), 3. 15-3. 23 (2H, m), 3. 27 (2H, s), 5. 20-5. 
2 8 (1H, m), 5. 4 6 ( 1 H, s), 7. 11 ( 1 H, t, J = 8Hz), 
7. 28 (1H, d, J = 8Hz), 7. 46 (1H, t, J=8Hz), 8. 
21 (1H, dd, J = lHz, 8Hz). 

3- (2- (N— (t-7Y*r*/%;Vi$^n,*'?A,) _n— y^vKTS y) 
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) -2H-fy^/U^-l-ty2. OgSrp**/— /V20 
m L U V V A 1 . 0 g 4 R$iW&nfl&^f5 Lfc 0 ^/&#t- 

8g£r#fc e 1 H — NMR (DMSO-d 6 ) 5:2. 3 0 (3H, s), 2. 
7 2 (2H, t, J = 5Hz), 3. 1 1 (2H, s), 3. 6 5 (2H, t, 
10 J = 5Hz), 6. 51 (1H, s), 7. 45-7. 5 1 ( 1 H, m), 7. 
6 1-7. 7 3 (2H, m), 8. 15-8. 18 ( 1 H, m), 1.1. 5.1 

(1H, brs). 
^Jg^J2 4 8 

is f-^^r^/^^M -3-i/r; t°p y *s> i . o g zm^xmrnm s 

2 t lStJ*BK:KJ&«: s f?v\ 5 ^v- 3 - C 1 - ( t -ttfittis* 

fc** y v^-3-^f/Kl -2H-^y*/PV-l-*J / 0. 2g<£: 

#feo 5 _^^ /V _3_ [ x _ ( t Art^./i') troyi?v 

_ 3 _^^] -2H-^fy^/yv-l-tyO. 2 g Sr^ aiatfvW* 2m 
20 lf£*g$?U 4mo l/L«Q8-^t^lm 1 SrJH*.f J*#Lfc. 

^7t> i^*WBurWffiUfc»**iWRU 5-^^-3- (^P 

3 _xf/^) - 2H->f y y U 1 -tyMtO . 2 g Srtfe. 
V^^O. 2 g£|H»iJ8 2 £|S)#fcR&«rfTV\ 5-^^-3- (1 

25 -^^tfa y^^-3-^r/v) -2H-^y^/ y v-i-^o. ig 

£#fc 0 1 H— NMR (3 00MHz, CDC1 3 ) 6 : 1. 8 2-1. 9 5 

(1H, m), 2. 10-2. 22 ( 1 H, m), 2. 3 0-2. 43 (2H, 
m), 2. 49 (3H, s), 2.. 9 9-3. 0 2 ( 1 H, m), 3. 13-3. 
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25 (2H, m), 6. 32 ( 1 H, s), 7. 29 ( 1 H, t, J = 7. 8 
Hz), 7. 44 (1H, d, J = 7. 8Hz), 8. 23 (1H, d, J = 
7. 8Hz), 10. 4 (1H, brs) 

mmm 249 

5 N, N^^f;v-2-^f;w<yX75 K2. IgH- (t-r/TvM- 
AsJ^A) - 3 -V7 > tTta y s?^ 1 . 0 g SrffiV>X^I3fe^J 82^^ 
«lcSJS«rfrV\ 3 - [ 1 - ( t -^/v^^/w^=/v) en y 

3—* a] ry^yy-i-tyo. 25 g tr#fc 0 3- Ci - 

10 !)V-l-tyO. 2g^oo^;V'A2ml|^U 4mol/L$SS 
-^fyiml SrJP^T^U^o R&*T3U ^&»*f LTflftfJL 
fc*S**raHfcU 3- -2H-- 
-t^ltO. 2 3g£r#fc 0 3- (t°n U ^^-3-^ A) -2H—f 

y^yyy-i-^tKto. 2 s^mmms 2 tmm^R!t^n^\ 3 
15 - (1 -^/I'lftJ y i?y-3-^/>)-2H-^ y^r/ y ^-1-^-^0. 

1 1 g £r#fc e X H-NMR (3 0 OMHz % CDC 1 3 ) 8:1. 8 0-1. 
95 (1H, m), 2. 05-2. 22 (1H, m), 2. 22-2. 43 (2 
H, m), 2. 43 (3H, s), 2. 9 8-3. 0 2 ( 1 H, m), 3. 13 
-3. 19 (2H, m), 6. 21 ( 1 H, s), 7. 3 8-7. 45 (2H, 
20 m), 7. 5 7-7. 6 2 ( 1 H, m), 8. 3 6 ( 1 H, d, J = 7. 8H 
z), 10. 4 (1H, brs) 
MS (ESI) 2 2 9 (M + + 1) 
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mmw 1 <ott&m o . sm. a»2 5», ^t/vo- *3 ssmsj:^ 

— fl£5£ (I) ^b^©@^rcm®«tt^T^i--^©^^^<>"^ 

10 Hftftll ' PARP#*Sttia*^ 

iiIiL-C»*rotfPARP (4 667-02 X, Trevig 

en) 3H£/BLfc„ #JIADP?#V/l«Stt, mm&Jfc&ffl& (10m 
M Tris/HCl (pH8. 0), 1 mM MgCl 2 , 2 8mM KC' 
1, 2 8mM NaCl) ^ 3 H-NAD (1. 8 5kBq, NAD [Tf*= 
15 y-2, 8- 3 H], IH^)^activated D N A ( O . 0 
2mg/mL, 4667-03 X, Trevig en) SrJPfcs 

2 Sttl 5»IB^ v^-^h ytfeft^ 2 
0% h I> * Pn?S»R:J;9S««rflfJl:**, 4pfct^Wfc&W*6F/B 

fc 0 PARPStttt, ^^^P^^^/^^^*^^^^^^^ UT 

^b§! < ^ t -csgjeu omk^mvi 5 0 %MKmfti (ic 6 oi) 

^#^*^^©»*Sliafc«r 1 0 0 % t LT*ffi UfCo 3 
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IC 5 o (nM) 
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42* a , 38*° 
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34* a , 37* b 
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21 


82 






189 
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22 
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28 
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29 
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82 


■ 34 
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26 
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40 






221 


42 
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45 
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•J o 
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12 
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26 
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37 
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31 
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72 


145 


39 






248 


68 
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36 


Pfizer*! 




240 


156 


35 
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-3011*2 




50 


161 


39 


Y- 


-3010*2 




5100 


165 


52 


Y- 


•3079*2 




79 
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f&mm (dpd) 


*3 


1000 



5 *1: Pfizer «#®#f^l 1 7 4 2 7 2-^«*fc»RI 1 0 6 2 3 
5 7 #^«fc|B*©^fc!p tT«3fiU*:TI&ffc^«r^-t-. 
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* 2 : Y-3 0 1 1, Y-3 0 1 0*5it^Y-3 0 7 9tt, #2tfg4 6-1 

245 4^&mzm&<o3?mzmzxw&vfcT&4\&vo&7Fir 0 




5 *3 :DPQ=3, 4-i?tKa-5- [4- -Zf h 

Sf-S/J -1 (2H) -< (WO99/0 8680f, WO 9 9 
/l.l 6 4 9^|E«©PARPP1^J) 

.Lis 9 >. &&m<nmi&m^£fotcfc&m±. ^-t^^it^mtit 

_t!Bc^ii?:J: 9, Y-3 0 1 1. Y-3 O 1 0*5it?Y-3 0 7 9 <D 
5*> v PARPiaWMteaSAk^V-C^ScOteY-S 0 1 1^5^^^^ 
^TOH^J3*3«tt^4T?^ #^BB4 6-1 245 4 -^SOf^-ffc^ 
t \,Xn.Y-Z 0 1 l ilr'Kffii-So 

15 

mwimz : : &mk*.m (h 2 o 2 ) ^^^sp^ffl 

2 5 cm^yX^l^^ysls^hiDftm&XlgmVfcP 3 8 8D1H 
4 X 1 0 e c e 11 s /w e 1 1 (D&g.X 969 m/V^ V— 
fc„ Mft^^^lDUTl 5^fl (3 7t) ^V^r^-<— ^^U 
20 H 2 0 2 (2mM) 4 J-'^a^- fa ^Uto -ff** 



217 



WO 02/094790 



PCT/JP02/04995 



OttWHtt (IC 80 «) tt, ft^^ttt^^LDHgli (ft*X) 
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0.11 
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0. 19 


90 
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108 


0.124 
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0.24 


156 


0.23 


178 


0.09 


181 


0.22 


186 


0. 13 


189 


0.085 


212 


0.070 


*N»aS(DPQ) 


3.30 



mmw 3 : gfemzm 

&&mt&® (5mg) £0. lmo l/L^^m*^ (1ml) \ZL 

:£**HPLC-CWjeLfc. a#*B#flS^*iMlWI®HPLCOa r 
eatl B^*5<fct£8 0t©HPLC©a r e a Sr Jfctfc UT^tti Ufco 

CAPCELPAK UG 1 2 0 (C 1 8) (Jf^St) 
15 &W}M 5 0mmol/Liititthy^M^ (pH2. 5) : T*fe 
MJ /V= 8 0:20 
$lttt$fcS 2 5 4 nm 
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*?100 
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^100 


^100 






Y-3011 


76 


32 







5 jub*d* ttmMtm&Mm+**v*tt**^ ****** 

|5 5t, 3 2 3S (1 9 7 9) j t»Ctffofc. IK 
10 *«#Uk? y fWI4»bi^«W«^ 3 ✓ 

15 (I C.o) t*»»H»J:.0»fflU B«* (KiD »** 
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Ki (/iM) 


Sfe&gtfiJ 156 
212 


>100 
>100 


Y-3011 


4.0 



219 



WO 02/094790 



PCT/JP02/04995 



5 (i) <ofc&m, *©#*N*ttfls ^b©EEi:fF*U5S^ 

£> (??7Kfo^*5 £ t^*i> <P7K#in#>i^ 3ft# P A R P MfttH U 

^mjm^B^ffim$tbfc#JK2 0 0 1-1 5 4 5 7 1 UTSS 9 , 

10 -?:0!)^{«P^B*^-r-<T^-rS^©-efoS„ 
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(I) 



5 [:£4\ &mn&tem&&*tt~m£&*^-t'o 

10 Y» 

- (CH 2 ) m -. 

- (CH 2 ) m ~N (R 4 ) -CO- (CH 2 ) n ~. 

- (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) n -s 

- (CH 2 ) m -CO-0- (CH 2 ) n -s 
15 - (CH 2 ) m -0-CO- (CH 2 ) n -s 

- (CH 2 ) m -0- (CH 2 ) 

- (CH 2 ) m -CO- (CH 2 ) a - 

fc^-fo R 4 ^7Km*fc^T/^/W^^-ro fiU - (CH 2 ) m -#*#fc 
7VV=**->\ apT/V^K tKP*K i?T/kW^/s ~b 
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^^/v^ y y Sr^i-36\ &5v^3:TlB5£ (a) ~ (e) -gr^-r. 



10 (5£"*\ 

s 1 ~ 4 (DWgLteTFiro 
t « 0 ~ 3 w^^:Sr^i-o 
u J* 1 ~ 3 OSt^r^t. 
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5 (f) ~ (i) Sr^-t". 

(f) R 8 (g) r 8 






(i) 




t* fc£ 1 ~ 3 CD&Wt&^'fo 

u ' # 1 ~ 3 <^$c£r^i~o 
15 R 7 T^A^ TA^T 5 J s *>TA*A>T ^ J , 

20 fiU (1) x#««oiiw*^u iAr#^^*U 
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Yd*- (CH 2 ) m - (m=0) ***U **oR#*;TM/P75A *T 

9 j 4-(2-tK» de^^/v) t°^9 v- 1 — r 
^7/^7 5A S'TV, 7v-/K **T>K 

- (CH 2 ) m - (m=0) ZTF-mUr, Rtt-klB* (b) ~ (d) WT*> 
15 2. (I) fc**VvC, 

20 3. (I) S-^T. 

25 *U^T5A N-7;UW^7^/K N. N 
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4. —m&. (I) fc*swc\ 

10 - (CH 2 ) m -s 

- (CH 2 ) m -N (R 4 ) —CO— (CH 2 ) n ~> *7cfi 

- (CH 2 ) m -CO- (CH 2 ) n - 

(5$*, mRTfintm~-$ifctZmte~oX, ^tfl^fhO ^7c« 1 ~ 1 0 (D^W. 

^^i~ 0 R 4 &*m*7rrro <&U - (CH 2 ) m -aMW£^i-5 0 ) £r 
15 ^L-h 

20 r as /i^^/i^t 5.;$.fz v s &> z v * i±TfB5$ ( a ) 

~ (d) Sr^-f" 
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5 W*SCH*fcl4S3KJR : f-S:^ , t , o 
' s ^5 1 ~ 4 Olllr^t. 
t 0 ~ 3 ©SE8fc4r**"t". 
u 2* 1 ~ 3 £>SfC&^1% 

T^^^*sK T is AST $ / s tKP**A T y -*TA"*/K 
15 77^ A\ T As***'****— fr? 5 / £fcteTlB:£; ( f ) 
(f) R s 




226 



WO 02/094790 ^^T/JPO 2/04995 



5 t' 1 — 3 cDS^Sr^-f-o 

10 R 8 dS7K^^i"o)) 

5. —W& (I) fc*5^"C N 

15 #Ar^^^m> -t-^^V^ ffcti^y^s t^^-^*5<J:^ 

20 Yi&s 

- (CH 2 ) m -s 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) 

- (CH 2 ) m -CO- (CH 2 ) n ~ 

25 tf-To R 4 ^7K^^i-o <&U - (CH 2 ) m -&&mt&&1rZ>o.) *7jk 
U 
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~ (d) Sr^t" 




10 (5£*> ^«^*JIM***fc»=«»**r3!rrr. 

was cH^fcttiiHf^. 

t J&S 0 ~ 3 <DW^^^^~o 
u fl* 1 ~ 3 £>S3SfcSr3H\ 
15 R^tfR 5 ' *t|HI-*fctt**o"Cs TATA'S * 
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(f) R 8 




5 v tmmYkmm-ehZo 

t* 1 ~ 3 <£>g$c3r5jM~o 

10 

-&U XtfMU*^***-*"*** Rtt-hW (b) 

6 (1) 5-^^-3- -2H 

(2) 3- -2H 

20 - << y * j v > - i - *■ N/ > 

(3) 3- (4-^^^T5/lf^P^^-l-^^ -2H 

(4) 3- 
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- 2H-^y^;uy-i-t>', 

(5) 3- (4-7^ / t°-<7i?>- 1 — f/U) -2H--{ y*cS V is- 1 

(6) 3 - (4-^^7 5; t^yi^^-l-^/V) -2H-^y^ 

5 y^-i-*-^ 

(7) 3 - ( 4 - 7 v \? ;V \? ^<y > - 1 - 4 >V) — V 

(8) 3- (4-^^y^;v*=;i'^^5^i / -i T-f/v) -2 

10 (9) 3- ( 4 b i?^- 1 -<4 >V) - 

(10) 3- (4-^f/I'* ; t^7i ? V-l-'f^) — 2H- 

-ry^r^y^-i-^-^s 

(11) (4-^f-/v^\:°^v^iy-l — <>V) -2H 

15 ->fy^yy-i-t^ 

(12) 5-^=P/V-3- (4-i?^f/V7$y 

- (13) 3- ( 3 -i?* f-tVT X J \? P y i?^- 1 -5 
20 (14) 5-^9^-3- ( 4 — -=e/V* y /) 

y ^- i 

(15) 3- (4-T$y ^7^-1-^^) -5-^f;V-2H — T 

(16) 3- (4-'^W§ / fcT^S^- 1 — f/l') 

25 2H-^y^y^-i-t^ 

(17) 3- (4-t KB^'/tr^y^^-l-^A') -5-^ 
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(18) 5 _„ b >V-3-(4-^/Vtf^^^-l-^^ 
(19 ) 

5 ;v) - 2H-f^^^- 1_tA 

(20) 5 . 7 ;^3-(4-^^^-l^^ 

(21) E _, an - 3 - (4-^,v^9-^x-l-^/v) 
-2H--f>'*^! ,> ' _1_ * V ' 

_ 2H _ /f y^;!)y-l-t>', 
(23) 8-^13^-3- (4 ' 
-2H--<y^^ y v - 1 - ^ 

15 y^y 

(25) 7 _^_ 3 - (4-^,^^^^^- 1 -^^ ) 

-2H-^>'^^! ,y " 1 " ;ty% 

(26) 3- (4-^W5;^^^-l-^ -6-*M«' 

20 (2 7) 5 -tKu^-3-(4-^W>/^ 

, „ ^ )V ~r ^ / tr ^ i) y — 

(28) 5-7A'tB-3- (4-'/>TA'/-y. 
(2 9) 5-^OT3-3- (4 - - ' 

(30) 6-^»=t3-3 - (4-^^-^c ' 
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- 2H-^r y y v >- i - * * . 

(31) 7-^p^e-3 - (4-^^W$;^5^y-l 
(3 2) 5-^o^-3 - (4-^^^75;if^!l^y-l 

5 -^aO - 2H-^y^;!/y-i-ty^ 

(3 3) 5-7 71^^-^-3 - (4- tf 
(3 4) 6-^^/V-3- ( 4 -y f /Hf^9 S?^ — 1 — -<A-) 

- 2 H->f y ^ y y i -a-v* 

10 (3 5) 3- (4- (2-t KP^^xf/V) 

-Y/v) - 6- ^f^-2H-^y^;^-i-tys 

(3 6) 8-y^^-3- (4-^f/H?'<9^^-lT^) 

-2H--f y^-y y is - i 

(3 7) 7 -^n^- 3 - (4- (2-tFP^f^) fcT^S^-1 

15 -/f/V) -2H-^fy^y!)v-i-t^ 

(3 8) 3- (4-yf;^7^~ 1 —fA) -5--ha-2H-'f 

y^r/l/y-i-t^ 

(3 9) 5-T^y-3- (4-y^/V-t p ^7^ ? ^- 1— fAO - 2H—Y 
20 ( 4 0 ) 5 - ->T 7 - 3 - (4-y^/Hf^9^^- 1 — fAO -2H— ^ 

y=¥y y l-tf-^s 

(4 1) 3- [4- (2-t Kn**/*^) tf^^^V-l- 

>f/i^] - 8— y^/v — 2H--i'y ! ^yy^-i-^^N 

(4 2) 3- (4-y,f/^7^-l-^) -5- b V 

25 /1/-2H-. <y^y y ^- i 

( 4 3) 3 _ [ 4 _ ( 2 -tKP^^if;V) fc'^y v?^- 1 - 
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(4 7) 5-T^y-3- (4-^W5/M^-l-^) - 
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io (4 s!) 3- (4-^w5 y 1 - 5 ~* y ^ 

(4 9) 3- 

(so) s-^ry-3- (4-^W5y^^-i-^)- 
15 2H-^y^y>-i-^> 

(5 1) 5, 7-^^-3- U-^A'lWS^-l-^A') " 2 

h — ry^/ y v-i-^-^ 

(5 2) 5, 7-^PB-3- ( 4 -^^t 0 ^7^^-l—<^) ~ 2 
20 ( 5 3 ) 5 , 7-^^-3- (4-y^^^-l-^^ ~ 2 
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25 ^) -2H-^y^^-l-^ 

(5 6) 6, 7-^Kn^-3-(4-^/^7^-l-^) 
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M -2H — f y^yyy-i-^ 

(65) 3 - {4 - [4- (f^ y 1 -4 /Is) ^A-] f 

-<7^^-i-^^} - 2H-^y^;!)y-i-ty, 
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(8i) 3- ( if y v?^- 4 — >f ao - 2H-/f y^;yy- 

(8 2) 3- (i -^/vt^y v^-4-^) -2H-^y^;jiy- 

( 8 3 ) 3 - ( ( 4 - * f-/l'\?'<7 1 ->f *0 # A-# = /lO 

-2H-^y^yy>--i-^->'x 

(8 4) 3- (2- (s^^/Kr^y) ^/v) -2H-^y^/yy-i 

10 (8 5) 3- (3- (v^^vKT^) ^ntT/V) ~ 2 H->f 5/ !> 
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H-^fy^yr^-i-tx 

(8 7) 3- ( [2. 2. 2] 3-^*^-3 — f/V-) ^ 

15 f/v) -2H-'fy^;y^-i-t^ 
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3-c] tfPi?^-7-^-^s 
10 (111) 5- (4-^^T5-/tr^P^-l-^) "6H-f^ 

y [2, 3-c] try 

(112) 6- (4-^^t 0 ^7^^- 1 — (*) [3, 

2-c] fy^-4-*-^ 

(113) 6- (4-^^?/^^-!-^) - 5H " f:t 

15 y [3, 2-c] 

(114) 3- (4-^^^7^>—l-^^) -2H-^X[f] 

^y=^y y 1-^->\ 

(115) 3- (4-^W^^?^-l-^ -2H-^ 
X[f] ^^/5^-l-tV> 

20 (1 16) 3- (4-y.^tV^i^-l-^) ~2H-^X [h] 

4 y^y y ^— 1 -^^s 

(117) 3- -2H — ^ 
x [h] ^y^;^-i-^A 

(118) 7- (4-y^tT-<7^-l— -f^) -6H-1, 6-t7 

25 ^ 

(119) 7- (4 - ^ f /WT 5 / 1 ^ -6H.-1, 
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6 —tyf- V 5 
(12 0) 8-^^-2- (tf^y 

(12 1) 2- (l-^f/^t^y i?y-4--f;>) -8-^^" 
(12 3) 8 - ^ h 2 - ( 1 fjW^V .S?*'- 4 

(12 4) 8-fc ( 1 ^/Vt^U 4 -« (M -3 

10 (12 5) S-7/K**-2- (l-^^/Vtr^y^-4-^/V-) -3H 
(126) 8-^n-2- (1 _^f,nf^p^y-4-r;V) -3H- 
(12 7) 8-7^^-2- -3H- 

15 

(12 8) 8-*b*V-2- (4-^W5/^P^ty-l- 
^/W) -3H-W!/^-4-t^ 

(129) 8-tFo^-2- (4-^W5;^P^W-l 
— f>) -3H-W5V-4-*^' 
20 (1 3 0) 8-7/^13-2- (4-^^T^^V^n^f-^-l- 
^T/V) -3H-WPV-4-tX, 

(131) 8-^aa-2- (4-^W^^P^ty-l-^f 
/W) -3H-^/H^-4-^ 

(13 2) 8 -^a^r- 2 - (4-v ? ^^-/V-T$/^^^^^^-l-^ 
25 ?V) -3H-^/yV-4-tV> 

(13 3) 2- (l-Tlffc'^a [2. 2. 2] ^-^^^-3-^/V-) - 
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3H-wyy-4-t^ 

(13 4) 2- ( (l-Tlfe'^ta [2. 2. 2] ^ ^ ^- 3 — 

^^w) - 3H-^r^-y y ^-4-^"^, 

(13 5) 2- (8-^^/V-8-T1f [3. 2. 
5 3-^/V) -3H-^r^-^y ^-4-^-^ s 

(13 6) 2- (4 - i?^ f^T ^ y a^f y- 1 ?V) -3H- 
^yy^ — A-Jrl/^ 
(13 7) 8-^^/V-2- ( 4 - i?^ f/V7 5: J is? n — 

^-i-V/v) - 3H-^tyiiy-4-ty N 

10 (138) 2 - (l-TiFtri/^n [2. 2. 2] ^-^^^-3 
->f/V) - 8 ^/V- 3 y V- 4 

(139) 2 - ( (l-Tift'i/^n [2. 2. 2] 3" ^ ^ ^ - 

3 -•'f /V) ^^/P) - 8- ^f^-3H-^t/!J^-4-ty^ 
(14 0) 2- (2- (^f;V75y) 

15 -^-i/ N 

(14 1) 2- (3- (-^^VKTS/) /P^V) -SH-^yy ls- 
4-^-^ N 

(14 2) 2- (5- (S^^A'TSyO ^V^Vl") -3H-^/!)y- 

4 -ty, 

20 (1 4 3) 8-^9VW-2- (8-^^/1—8 -Tift*iX^n [3. 2. 1] 
^^J"— 3 — f/V) -3H-^rt > /^-4-t>s 

(14 4) 8 — /^-/l"— '2 — (2- (i?^f;V7^) =^^;v) 
-3H-^ft/JJ - 4 - ^ 
(14 5) 8 - ^ ^/V- 2 - ( 3 - (i?^ ^-/V-T 5 J ) 7° n fc»/V) 
25 -3H-^ft^!)y-4-t^s 

(14 6) 8 - ^ ^/V- 2 - ( 5 - (S?* 5 / ) ^<l/<?-/l>) 
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-3H-^typ ^ - 4 - ^- > % 

(14 7) 3- (4- (^^f/V7?;) 

(14 8) 3- (3- (4-^f^tf'<7^V-l-^A') /n 
7. (15 1) (R) -3- (2-fc F*=*V^A'-4-;*<?vWfcV< 

r^-i-'f^) -2H-^y^yy-i-ty s 

10 (15 2) (S) -3- (2-tKo^f/V-4-^W'<7^- 
1— <A0 -2H-/fy^/!Jy-l-^ 

(15 3) 3- (3-t: Kp ^i/^ f /W- 4 - ^ f ;Hf^7 i^^- 1 - <M 

- 5 - ^ f /v- 2 H->f y ^; p>- i - t^ 

(15 4) 3- (3-=^h^->^^^^-4-^f-/^\f^^~ 1— ^ 

15 ;v) -2H-^y^yy-i-ty, 

(155) 3- o-^^/n^^^^^-i-^ /^) -2H-' fy^yp^ 
-i-^-v, 

(15 6) (S) -3- (3-t KP^ix^^/W-4-^^tf^7i^^- 

1— ^ao -2H-^fy^y yy-i-t^ 

20 (1 5 7) (R) -3- (3-tKP^^f/V-4-^f;^^7^- 

l-^f/w) -2H-^y3ryyy-i-t^ 

(15 8) 3- (1-^^/Hf^y ^^-4-^T/V) -3, 4-^tKn- 

2H-^y^yj)y-i-t^ 

(15 9) 8-^^/V-2- [2- {i/^jUT ^ / ) ac^WO -3H-3f 
25 -T-^y^-4-^-^ 

(16 2) 3- (3, S-^^/H^^^i^^-l-^/V) -2H-^y^ 
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(16 3) 4- (4-*t;V7^^;V) -3- (l - * fs^f^}) 4 

—4 a) -2H-^y^;yy-i-ty> 

(16 4) 4- (4-7/^0 7x^/1') —3- ( 1 — * ^VHf^y 

5 -2H--fy^;!Jy-i-t^ 

(16 5) 8-y5vW-2- ( 2 — tf ^< U SV^VV-) -3H-W!Jy 
(16 6) 8-y^vW-2- [2- te/VfrV ^-4-^/V) ^/V] -3 
10 (16 7) 4- (2-^hdrV7x=^) -3- (1 -y9vWfcV<y S?^- 

4-^r/v) -2H-/fy^py-i.-ty, 

(16 8) 4- (3-^f/V7x=/>) -3- (1— y?VH?^y^> — 4 

— -f/v) -2H--fy^;py-i-ty> 

(16 9) 4- (2-^f/V7x^) -3- (l-^^^y^y-4 
15 -^/l") - 2H- < y^r/ I? ^- 1 -^"^> 

(170) 4- (3-^f^>7s-/H -3- (i -y^vuf^i;^- 

4-^T/V) -2H-^y^/^ — 1— . 

(171) 5-y h^y^vvor^- 3- (i-y7vnf^y^v-4- 

20 (1 7 3 ) 8-7*^/1^-2- [5- (^x^T?/) ^^TVk] -3H- 

(174) 8 -y 2 - [4- (-i?xf^7 ^ y ) :/^VK] -3H-^f 

(175) 8-y^/v-2- [4- (^y^VKr^y) -f^-M -3H-^ 
25 tyyy-4-ty v 

(17 6) 8-y^-2- [3- (tfa y S?^- 1 — <M 7v tf/k] - 
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(17 7) 7- (l-^f;i/^!J^-4—f^) -6H-1, 6 —J" 7 
^ P 5 -^"^ 1 / 1 0 7ktt$a%). 

(17 8) 5-7*^-3- -2H- 

5 ^y^/yy-i-t^ 

(17 9) 4 3- (l-^^tf^y^-4— T^) -2H- 

(18 0) 5- (s^/vts y) -3- (i-^^tf^y^-4-^ 
aO--* 2H — ry^y y 

10 (18 1) 5-T^/-3- (l-^^lf^y^-4— T/V) -2H- 
(18 2) 4- (2-7/Vta7x^V) -3- ( 1 ^/M^y i^- 
(18 3) 7-^^13-3- (l-^^/Wt P -<y^-4— T/V) -2H- 

15 -fy^y^-i-^ 

(184) 5-fc (l-^^/Vtf^y^-4-^/V) -3, 

4-i?t KU-2H-- r y^/ py-i-*'^ 

(18 5) 5-* 

20 (1 8 6) 5-tK^V-3- (3-^W5/^^) -2H- 

<< y^y y 1 — $"yM^M.^ 

■ (18 7) 5-^^f/^-3- 

-2H-^y^/5y-i-.^ 

(18 8) 5-tKP^-3- -2H—Y 

25 y ^y y > — i - ^"5^4Wfeitt^ 

(18 9) (2- (tr^y^-l-^A) **^) 
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(19 0) 3- 2, 3, 6-fF7tFolfy^-4 

-2H-^y^;yy-i-^ 
(191) 3- a-^fs^tr^y -2H-- <yaf./y 

5 v-i-3->\ 

d9 2) 3- (i-^/vt^y ^-3-^r/v) -2H-^y^;r/ 
- 1 -^-^ 

(19 3) 3- (l-P^A—1, 2, 3, 6-T>7tKPt'y^-5 

— two -2H-^y^;yy-i-^ 

10 (19 4) 3- (3-fc Kn^^^/VtT^^^^-l-^^) -2H — T 
( 195 ) 3 _ Kn^^pt^tf^^^^-l-^/V') 

- 2H-^ y^v y ^- 1 

(19 6) 3- (3-t Fn^f^yf/V- K'/VM'^jVls- 1 — f 

15 /U) -2H-^y^p^-i-t^ 

( 197 ) 3 _ (4— 3-fc Fadf-^^^/Vt 0 -^^^^- 1 -'T 

/W) -2H-^fy^!)y-i-^ 

(19 8) 5-^n^e-3- (3-tKnafVyf/^7v?y-l — f AO 
20 (1 9 9) 5-^n^-3- (3-t Kn Wf^-4-yf^7i? 

^-l—ov) -2H-Yy^yyy-i-^ 
(200) 3- (4-t°-<y iVfc°*<y ^v-i— y^) -2H-^y^y 
y -y- 1 

(2 0 1) 3- (3-t Kci^V^^/Vfc 0 -<y^^- 1— fAO -2H- < 

25 y^/y^-i-^*^ 

(202) 3 - ( 3 - (i^ /v) fc^ p vy- 1 ' v > - 
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(20 3) 3- (S-tKa^^A-*-'^^^" 1 " 

(204) 3- [4- (^f;V7^/) ^A/| -2H-^fWP^- 
5 1— 

(2 0 5) B-7/l*P-3- (S-tFBW^-*--^^. 
(2 0 6) 3- (3- (WW?/^^) tf^y^-l—f^) - 
10 (2 0 7) 6-*3vV-3- (l-^;Vbf^^-4-^/V) -2H- 
(2 0 8) 7-^^-3- (l-^W<';^-4->f^) -2H- 
(2 0 9) 8-^/V-3- -2H- 

15 /fy*;pv-i^ 

(2 10) 7-^^fM^-3- 

^/v) -2H-^fy^r/-i-t^ 

(2 11) 7-tK»*V-8- (i-^^/vtr^y^-4— f/v) -2 

20 (2 12) (S) -3- (3-t KP W^^- 

(213) 3- (3- (tr^ys^-i-^) ^wtr/^) -2H-- 

(214) (8-KKB^f/l'-4-^^i ? 
25 ^-1— f/V) -2H-^y^'^-l"^ 

(2 16) 3- [3- (t^y^-l-^AO ^tf/V] -2H-^f^ 
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(2 17) 5-fcKn^-3- (3- (tf* V 1 — "Tv^M 

-2H-4 y*cS V 
(218) 5 - y <f-jv— 3 - [ 2 - ( fc^y 1 — Y AO s^A'] - 2 

(2 19) 3- [2- (tV^y S?^- 1 ^f-A^l - 

(220) 3- [2- (trny^-i-^A') ^a-] -2H-- <y=¥/ 
y ^- 1 -Jris, 

10 (2 2 1) 5-7*^-3- [2- (tfpyi?y-l-^^) -2 

h— <(y*y y 

(2 2 2) 5-y^A--3- [3- (IfBy^-l-^^) 

-^ao -2H-^y^;y> / -i-^ 

(2 2 3) 1, 5-S?fcKia-6- (l-J^A—l, 2, 3, 6-rb7 
15 fc Ktttfy S^-4-^AO C4, 3-c] try s?^- 4-3->\ 

(2 2 4) N, N— (l-^^A'br-^y^-l->fA') - 

2H _i_^y/f y^,/ y ^- 5 — ;&A'#*MJ-§ Ki/ 4 TKfWn^s 
(2 2 5) 5-y^-3- -2 

H— < y=3r/ y ^— 1 — 3/4 tK#JB^>> 

20 (2 2 6) 5-y^-3- -2 
y^y y ^— i — l / 2zk#Jn^ 

(227) 3- (l-y^t^y^^-i-^/v-) -2H-i-t^y^ 
y y ^- 5 

(2 2 8) 5-y=f-A—3- [3- (tT^y 1 -<l' AO ^n^] - 

25 2H-^y^y^-i-tys 

(2 2 9) 3- (^f/V7 5/) ^f^-2H-^ V^py y ^~ 1 
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(2 3 0) 3- [ (4 -^/VfcV^S^-l — <Af) t^A'l -2H — f 



(232) 3- [ (^yy-i-f^) ^f/H -2H-^y^/y^ 

5 - 1 

(233) 3- [ (*«-<y^-i— f ^) **yi"] -2H-^fy^y 
y^-i-^-^> 

(2 3 4) 3- [3- <**tV<yS*$'-'l-'fA') 7"*fcM — 2 H K 

y^-i-3-^ 

10 (2 3 5) 3- (1-^7 7*^^^? '^-4 WA') 
-2H — r y^ry' 1 — 5^1/4 2RttJtl4ftk 

(2 3 6) 3- (4-^f;W3-^y^7^-l — fA-) -5-* 

fvw- 2H- V y *y y >— i i / 1 o^cftiMfe* 

(2 3 7) 3- (l-7$/^y^-4-^) -5-^f^-2H- 

15 ^y^;yy-i-t^ 

(2 3 8) 3- (1- (y^^^^T^/) tr^P S^-4-HVV) 

-5-^f^-2H-^y^ y ^-i-^s 
(239) 3- (l- nwtoTt hrs/ tr-<yi>^-4— f» - 
5 -y^A— 2H-^r y^y.y f- 1 -3->\ 
20 (240) 3- [2- (^tr-^y^-i— r/v-) i^v] -2H-^y 

(2 4i) n- (5-yf/w-2H-i-t^y^y 3 fy v y-s— <M 
-2- whv-ast^j) r-fe^ ^ b\ 
(243) n- (5-yf/w-2H-i-t^yYy^/y^-3^^) 

25 - 3 - 7 > P^T5K 

(2 4 4) 3- 



(2 3 1) 3 



(if^y^yy^/v) -2H-^y^;yv-i-tv> 
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-2H--f v 1 

(245) N- (5-^f;V-2H-l-t^y^y^/'P>'-3-^) 

- 4 - (5** f/VT 5 y ) $ Kn 

(24 6) N- (2H-l-tWy^r/-3-^) -4- (S?* 

5 ^/VT$7) -?9^T% h\ 

(2 4 7) 3- (4-^f/V-2-t=3fy^7^-l-^^) -2H- 

(2 4 8) 5-^^-3- f^) -2H- 

10 (2 4 9) 3- f/W -2H- f" y<¥/ P I' 

- 1 -^"V 

8.. — m& CD fc*^"^ 

15 jfm&&\&W8&tt&=&&&*&^ 

YW: 

20 - (CH 2 ) m -s 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) tftte 

- (CH 2 ) m -CO- (CH 2 ) n - 

R 4 f*7fc^^i-o fiU - (CH 2 ) ) & 

25 ^L, 
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~ (c) Sr^i" 



5 




s 12 1 ~ 4 ^S^C^r^-f-o 
10 t «: 0 ~ 3 ^S^C^r^-To 
u 1 ~ 3 <D&%k&7F'f- 0 

15 

(f) R 8 
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t* W: 1 ~ 3 ©SESfc&^-r. 
5 {IU ±IB5£ (a) ^f^^^vSr^-m^, R 6 lit Kn^^7/^;Hr 

R 8 «7k^^i- 0 )) 
9. (I) Rijfei^ 

Yf± 

20 - (CH 2 ) m -, 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n ~, ^fctt 

- (CH 2 ) m -CO- (CH 2 ) n - 

R 4 te7kiH£^1-o <IU - (CH 2 ) m -d3-a^^^-rSo ) 

. 25 U N 
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~ (c) £r^i~ 

(a) R 5 (b) ( C ) 



r A 



EL / 




Wfi C H * fc te^H^ 1 Sr^i~o 
s 1 ~ 4 <^$c3r^-f~„ 
10 t fi 0 ~ 3 ^S^Sr^-To 

u n i ~ 3 <Dm%t&^-?. 

15 ^i~ 0 

/V^/PT^yifcfcteTlEsS (f) Sr^i-o 

(f) 




I % f 



20 
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(5£*K Y' i»!3Y£|lf!a-efc<5o 

t ' 1 ~ 3 O^ic^r^i-o 
5 flU -LBB5S (a) *str^i?^Sr^i-»^s R 6 tet Kp^^T;^/^: 

io xammm^&^iri&er. r«±ibs: (b) ^r^-r 

e> ©pss&jbFFgF s e> tuftsin h (o-*.ttnm 0 

10. (1) 3- (4-^f;n^^?^> - l - 

15 (2) 3- ( 3 -i?* f/V7 ^ / bfn y 1 — ^ /V) -2H 

->r y*; yy-.i-t^s 

(3) 3- ( 4 -5?* ^■A'T 5 y tT-<y 1 /V) -2H 

(4) 3- (3-t FndfV^f /P-4-^^/Hf'<7i?^ - 1 

20 -^/v) - 2H--ry^/y^-i-^-^s 

(7) 3 - ( 4 - a tr/^ tr^ ^ v 5 ^ - i — yv) - 2H--ry 
/ y > — i 

(8) 3- ?y7/V*^^tV7i/y- 1 - >f/V) -2 

25 (9) 3- ( 4 - x h ^ i/* ^/H^ ^ 7 y - 1 - /V) - 
2 H - ^ V / P ^- 1 -X-fs 
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(10) 3 - (4 f-jVft* - 2H- 

(11) 5-^^-3- (4-^^/V^^E-t p ^^i^^-l-^^) -2H 
5 (12) 6 3- (4-^W5;^J^-l 

--</v) - 2H--fy^^y^-i-^^N 

(13) 3 - (3 -i** f/V7 5/tfPPi?y-l-^^) ~ 5 

(14) 5 3- (4-*A'*y>') - 2H-^^A 

(17) 3 - (4-U'p tr^ p^y-i-^f^) - 5 - y 
- 2 h - y 3r y 9 ^ - i - * ^ v 

- 2 h - -< y ^ y y v - i - * ^ > 

15 (19) 5-t - (4-^fA'^^95?V-l-^ 

/V) -2H-^y^/T/-l-t^^ 
(2 0) 5 3 - {4- I-**) 

- 2 h - -T y y V > - 1 - * ^ - 

( 2 1) 5-^P^-3- (4-^^^tf^9i?X- 1 --f /V) 

20 - 2 H - y =*r / V -J" - 1 - ^ > 

(22) 5 -^P^-3 - (4-y ^/Vtf-<9^^- 1 -^^) 

(23) 8-*nn-3- (4 -^^^7 1 -^f^) 
25 (2 4) 7-^^-3- U-**-A>V'<?i?>'-l-<<M -»H— f 
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(2 5) 7-^X2^-3 - ( 4 - y f-/V^-<v 1 —4 /V) 

- 2H-^f 1 -^-^> 

l-^r/v) - 2 h-^ y y y i -^-^s 

5 (29) 5-*vu-3 - (4-^^f/V7^^^!J^y-l 

--r/vO - 2H-^y^yu f ^-i-^->'^ 

(30) 6-^nn-3 - (4-^f/Vf'<7^y-l-^^) 

-2H-^y^; v ^ - i - nr is . 

(31) 7-^t3^-3 - ( 4 - y f/k7 ^ y tr 
10 -^/v-) -2H->fy^;!Jy-i-ty 

(32) 5-^p^-3 - ( 4 - s*y f-/vT $ y tr** y i 
-^/vO - 2H-o^;!)y-i-ty, 

(3 3) — 3- (4- ( 2 — Kb if 

^7^^-i-^/v-) -2H-^y=3r;u>'-i-tys 

15 (3 4) 6-y^/l^— 3- ( 4 - y f /I'f *<7 1 - >T ^) 

-2H--ry^y y - 1 - ^-^s 

(3 5) 3- (4- (2-t Kn^^xf^) 

4 /is) - 6- ^f/v-2H--{y*;!Jy-i-ty, 

(36) 8 - y f-As— 3 - .( 4 - y f/W^^7 ^ - 1 - ^ 7V) 
20 -2H-^y^r/ 

(3 7) 7-^0^-3- (4- (2-t Ka^xf/V) fc^yi^-l 

(3 8) 3 - (4 - y it-y— 1 ->r /V) - 5-=hP- 

2H->r y ^y y > - 1 -a-s^ 

25 ( 3 9 ) 5-T^y-3- (4-y^Vt p ^v ? ^-l—</V) -2H—< 

y^r y y ^- 1 — a-^ 1 zkttiu^ 
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(41) 3 - C4 - (2-t FB**/If^) tf-<7 - 1 ~ 

(43) 3- [4-.(2-tFn^f;V) 

5 (6 2) 3- {4- [2- (t^y^-l-^/V) 
l->f;V} -2H-^y^P^l"^ 
(63) 3- {4- C3- 

t?^?i?^- i --ow - 2H-r^/r/-i-t^> 

(65) 3- (4- [4- (^y^-i^^)^ tr 

(66) 3- {4- [5- (^y^-1--^ 

tf ^ 9 ^x-i--f^> -2H-f^/r/ : i-^A 

(69) 6-pWS- C4- (4-*A*P^) 1 
IB (70) B 8- (4- C2- (tf^y^-i-* AO 

(n) 5-**a-3- (4 - C3- (tr^y *v-i-^) 
20 ir v % 

( 72 ) 5 -^*-3-f4-[5- (^5'^- 1 -'" , ' ) 
(7 3) 5-^/>-3- {4 - C4- (If-tP^-WO 
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(7 4) 5 - * 3 - {4 - [4- ( 4 -^/V-afc y J ) 

(7 5) 5 - ^ ^ /V - 3 - (4- (4- ;H^^7^> 

^^/v) if^y i ->f /v) - 2H--fy^y 
y ^— i — ^- ^ s 



10 



15 



(76) 7 -^o^e- 3 
tr^^i?^ — 1 

(77) 5 - ^ n n - 3 

(78) 5 -!7*n 3 
(80) 5-^pp-3- 



{ 4 - [ 4 - (^y^y-i-'f/v) 
-r/v} - 2H—fy*;py-i-* 

{4- [4- (fc^y 1 -^/V-) 

/v} - 2H--Yy^y y ^ - i - 

{ 4 - [ 4 - ( y ^ - 1 - -< As) 

4 ?v) - 2H-^y^;yy-i-t 



20 



25 



{4 - [4- (4-^/^^IJ/) ^ff- 

(si) 3 - ( tr^y 4 ->r *o - 2H-^ y^/yy- 

l v*>fb7K^^^> 

(8 2) 3- (l-^^/V-tf^y S?^-4 — Y/V-) -2H-^y*/!J^- 
l-;T^l/5zktt»U 

(83) 3 - ( ( 4 - ^ f/Hf^7^^- 1 — *f /V-) jj/Utf — Zl') 

-2H-^f y^; y ^- i 

(9 0) 3- (3- (i?^f;v7U) 
-2H-^fy^; y ^- i 

(9 3) 3- ( y i?^- 4 --f /I") - 5- ^f/V-2H-^ 
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(9 5) 5-^P-3- i?f-4t-4M -2H-f 

y=w y ^- 1 

(9 7) 4-7^= /V -3 - (f^y ^y-4--f;>) -2H- 

4 y i — ^- v^-fbTK^^^s 

5 (9 8) 3- (l-^f;V^P^^-4-^/V) - 4 - 37 ^ ^ 

(99) 4- (4-^ F^V7x=/V) - 3- (1-^ ^JUs ^ 

(100) 4 - (4-^ao7x=/W) - 3- (l-^^A'tr^ 

io y S^- 4 --OW) -2h-o*/p^-i-*^ 

(10 6) 5-7/^^-13-3- (l->f/U^y5?V-4-'f 

- 2H-^fy^;5^-i-tx, 

(107) 5-^h^^-3- (l-^f;V^P^>'-4-'f 

/^) - 2H-^fy^;!J>-i-ty, 

15 (10 8) 5-tKP^V-3- ( 1 - * ^-/Hf^ y 5?X- 4 - 

4 >v) - 2H-^y^;p^-i-ty, 

(110) 5- 1 -'f /I') -6H-fx; [2, 

3-c] trys» — 7 

(112) 6- (4-^^tf^7^V-l->r^) -5H-f^y [3, 

20 2-c] try i?v-.4-;*->\. 

(114) 3- (4-p<^t p ^7^^-l-^^) -2H-^X [f] 

^y^f/yy-i-ty> 

d i5) 3- (4-^w?y tr-^ys^-i— fAO -2H-- <> 
x [f ] ^y^/yy-i-ty, 

25 (116) 3- (4-^^/H^^7^V- 1 — T/V) -2H-^X [h] 

/fy^yyy-i-t^ 



257 



WO 02/094790 



PCT/JP02/04995 



(117) 3- — OV) -2H — o 

x [h] ^y^r/yy-i-t^ 

(12 0) 8-^^-2- (t°^y^^-4-^/W) -3H-W!Jy 

5 (12 1) 2- ( 1 <3->V\?s< V 4 ->f /V) -8-^^ 

^-3H-^t/!l ^ - 4 - * >- ^ 

(123) 8-^b^rix-2- (1 — * ^frtf^V i?> — 4 —4 
/I') -3H-^t/!)^-4-tX, 
(13 7) 8-^9^-2 - ( 4 - J-J^T 5 / p^^f- 
10 y-l-^/V) - 3H-^t/!)^-4-ty^ 

(138) 2 - (l-Tlftf^ta [2. 2. 2 3 * ? ? Is - 3 

(139) 2 - ( (l-Tift*.^^P [2. 2. 2] * ? ? ^ - 
3 - J ;v) * *f-?V) - 8 - ^ 3 H-^^-y y ^~ 4 -^"^s 

15 (14 4) 8-^^/1^-2- (2- (i?^f^7^;) cn^/l-) 
- 3 H - 3r ^ D ^ - 4 - ^ ^ 

(145) 8-^ <3-J>V- 2 - ( 3 - (i^^ f/>7 5 / ) 7" * tTAO 
-3H-^t/y V - 4 - ^ 
(14 6) 8 - ^ <?7V- 2 - ( 5 - (i?^f^7 5: / ) ^l^AO 
20 -3H-^t/y >-4-^y> 

(14 7) 3- (4- (^^f/VTU) ta-*3f 1 - 

-r/i-) - 2H-^y^;uy-i-tyfc 4 iu ! 

(14 8) 3- (3- ( 4 ^A-tf'*^ ^V- 1 ->f A') 7°ta 



258 



WO 02/094790 




•CT/JP02/04995 



11. (151) (R) -3- (2-tKo^^"4-^f^ 

— f;v) -2H — fydf;yy-i-r/> 

(15 2) (S) -3- (2-fc \tvi*is*f-fl'-4-*?-A'X'*¥i?l'- 

-2H-^y^;yv-i-^s 

5 (15 3) 3 - (3-tKP 4 -*^vH?-<? S^- 1 -J M 

-5-^t/v-2H-^y^P^-i-^ 

(15 4) 3- ( 3 ^ v/*/^/>- 4 - ^ f ;V^7^^" 1 

;v) -2H--fy^;yv-i-t^ 
(155) 3- -2n-<<y*;y>' 

10 — 1— 

(15 6) (S) -3- (3-t Knar^f/V-4-^f/^7^- 

-2H — fy^/yv-i-t^ 

(15 7) (R) — 3 — (3-t KP^Wf/V-4-^f^7^- 
15 (15 8) 3- (l-^^t p -<Pi?V-4—f/H -3, 4-^tFP- 

2H-^y^/!/^-i-^s 

(15 9) 8-^^-2- [2- (^f/l/7^/) ^/Kl -3H-* 

tyyy-4-t^ 

d6 2) 3- o, 5-^^tr^9^-i-.^^) -2H-- ry^ 
20 / y ^— i — ty, 

(16 3) 4- U-^/V^-AO -3- (l-^^/Wfc p ^y^>'-4 

-- -2H — fy^/py-i-^s 

(16 4) 4- (4-7;Vtn7x^) -3- (1-^f^P^- 

25 (1 6 5 ) 8-^^-2- -3H-^PV 
— 4-;T>\ 
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(16 6) 8 —j^'f-JV- 2 - [2- ^— 4— >f A') -3 

(16 7) 4- (2-^h^>7^=A) -3- 

4—Y/v) -2H-^fy^;!)v-i-ty, 

5 (16 8) 4- (3-^^-7^^) -3- ( 1 f'/l'M'^V 4 
-4 As) -2H-^y^/PV-l-t^ 
(16 9) 4- (2-^f;V7i=/V) -3- ( 1 - * *vH*"<y i?^- 4 

(17 0) 4- (3-^h^^7^^A) -3- (1 -j^A-fcT^y 

io -2H-^y^yy-i-t^ . 

(17 1) 5 — ^ h ^/utf-^v- 3 - ( 1 ^/vtf^y 4 - 

(17 3) 8-7^A—2- [5- (^f;V7 5/) 'O'^vV] -3H- 
15 (17 5) 8-^/1—2- [4- ^/V] -3H-* 

(17 6) 8 -7^/1"- 2- [3- (Ifn y ^-1— Y/V) yntM - 

3 H-dr^-y y -y- 4 -^"V, 

(17 7) 7- (1— T^/Hf^U — T/V) -6H-1, 6-^7 
20 ^y^^— 5—^-^1/1 OtK#*P^n 

(17 8) 5-^^/V-3- (1-^^Atf^y t?V-4 — lW) -2H- 

-ry^y y ^- 1 

(17 9) 4—^^/1^—3- (l-^^/Hf^y ^—4—^/0 — 2H- 

^fy^yy 1 

25 (180) 5- (^yf^T^y) -3- (i-^^/vtf^y r 
;v) -2H-^y^yyv-i-ty, 
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(18 1) 5-7$/-3- -2H- 

(18 2) 4- (2-77V^n7^^/W) -3- il-tf-frX^DiPf- 

5 (183) 7-^PO-3- (l-y^vVlf^y S^-4 — C/V) -2H- 

(1 8 4) 5-fc f./V) -3, 

4-i?tKo-2H-^y^^-l-^> 
(18 5) S-^^S^A^V-a- (S-^W?/^^) 

io -2H-^y^/5^-i-^ 

(18 6) 5-tKB^-3- -2H- 
(18 7) 5-^b^i/yf/Vt^-3- (4-^W5/^) 

-2H-'fy^/y> / -i-^ 

15 (18 8) 5-tfW-3- (4-^^T5y^Ar) -2H— T 
(18 9) 5-tFP^-3- (2- (l^P^X-l— =c*^) 

-2H-^y^y y ^- l-a*^- 

(190) 3- <1-J**A'-1. 2, 3, 6-fh7tK^9^"4 

20 -^f/» -2H--<y^9^-i-^> 

(19 1) 3 - ( 1 Zls*//V\?^V 3 -4 JV) V 

y-i-t^ 

(19 2) 3- (l-^^tr-<P^-3-^A0 -2H-^y^!)V 
25 (1 9 3 ) 3- 2, 3, 6 -fVnKP^^5 

->f/v) -2H-'fy^yy>-i-^ 
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(19 4) 3- (3-t Fn^vo^/Vtf^yv^- 1-^fAO -2H — f 
(195) 3- (4-1^-3-1: Kp^W^^-I — fAO 

-2H-4 y*/ y v-i -^->\ 

5 (19 6) 3- (3 -t K^^^^^-4-^ p T3f/Vt p ^7^ ? ^- 1 -- f 

•AO -2H->fy^yy^-i-t^ 

(19 7) 3- (4-^^/^-3-t Ka^^^/Hf^^-l— Y 

a) -2H-^y^;y^-i-^ys 

(19 8) 5-yo*-3- (3-t Fp Wf/Hf^^-l-'f^) 

io -2H-^y=3r/y^-i-:r>\ 

(19 9) 5-^X3^-3- (3-t KP f 4 - ^ f ;H^^7 ^ 

^-i-^a) -2H-^y^j/y-i-t^ 
(200) 3- (4-tr^y i?s tr^y s^-i-^ta) -2H-fy^/ 
y^-i-^-^ N 

15 (2 0 1) 3- (3-t KP^r^f^^5 1 "^^) ~2H — f 

(2 0 2) 3- (3- (i^^A#A^^-YA0 tT^ P i^- 1 — fAO - 

2H-^ y*s 

(203) 3- (3-t Kp^j* <^^-4— iy-ff-jvy?^*?*?^- 1- 

20 -< A) -2H-^y^-/Uy-l-^> 

(204) 3- [4- (^w^;y) ^a] -2H-- <y^yy^- 

(2 0 5) 5-7A^"T3-3- (3-t KP^V^^A-4-^^AtT^7 

^x-i-^/i-) -2H — fy^;yy-i-ty s 
25 (206) 3- (3- (^yw^yyf^) tvsys^-i— fAO - 
2H-^r y^/ y ^-i-^-^s 
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(2 0 7) 6-^^-3- {l-t^V^Wls-A-JM -2H- 

(2 0 8) 7-/^/^-3- (l-^^Vtf^Pi?^-4^7V) -2H- 

5 (2 0 9) 8-^^-3- (l-p«^/Vt 0 -<y^-4— T7V) -2H- 

(2 10) 7-* b^^>^^V-3- (l-^^tr^Pi?V-4- 

(2ii) 7-tKp^-3- (i-^^vtr^y ^V-4-> f/v-) -2 
io h— ^ y^ J v i — 

(2 12) (S) -3- (3-t Ko^^^-4-^f^9^- 

■i-^,v) -5-^f>-2H — r y*/ y 1 -^-^> 

(2 13) 3- (3- (tfpy^-l-^^) ^ntf/V) -2H->fy^ 
15 (2 14) 5-^nt2-3- (3-t KP ^-4-^^^?^ 

(216) 3- [3- (t^y^^-i-^^) ^ntVV] -2H-^y^ 
y y i .— 

(2 17) 5-tKP^-3- (3- (trny^-l— ' T/W) ^Pf/V) 

20 -2H-^y^^-l-^> 

(2 18) 5-^^/V-3- C2- (tf-<yi?X-l— fAO s^VKl -2 

h— < y i --a-fv 

(219) 3- C2- (t-^y^v-i — iwo ^^v] -2H-- <y^/ 
y^-i-^->-s 

25 (2 2 0) 3- [2- (lfPy^-l-^).^/V] -2H— 

yx-i-^-^> 
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(2 2 1) 5 - y f-fV— 3 - [2- (fa>iv?y-l-^) &f->V] -2 

H-^r y^y p y- i -ty, 

(2 2 2) 5 - y f-/V— 3 - [3- (lfny^-l-l';l/) \?>V- 1 

->r/v] -2H — f y^y y y- 1 — 

5 (2 2 3) 1, 5— v*fc KP-6- (1 -y^/V— 1, 2, 3, 6-fb7 
t Knfy^y-4-^) ^7^1=1 C4, 3-c] fc°y ^^-4-^-^ 
(2 2 4) N, n— ^y^vv-3- (l-y^vuf^y ^^-l->f/V) - 

(2 2 5) 5-y^/v-3- (t^> t Kn^ y K J) i?^- 7 -^/v) -2 

io h-^t y^y y 1 -^->-3/ / 47K#>E)n#j. 

(226) 5-y?vv-3- (^-y^t Kn-r^Ky ^^-7— r/v) -2 
H--r y^y y ^- 1 -^-^i/2tK#»s 

(227) 3- (1 -y^vuf^y — 1 — r/i") -2H-i-t#y-< 
y=¥y y y- 5 -^/i^v^i^^ 

15 (2 2 8) 5-y^/V-3- [3- ( if^V 1 — 4 M - 

2H — ry^y ux- i-^-y. 

(229) 3- (i^y^r^y) y^-2H — fy^y y V- 1 -ty 

(2 3 0) 3- [ (4-y^/Vt°-<7^y- 1— fAO -2H->T 

y^y py-i -ty 
20 (2 3i) 3- (fc^y-^yy^/v-) -2H — ry^;yy-i-ty 

(232) 3- [ (^uy-i-'f/v) y^/w] -2H-^y^y;y 
-i-;*->\ 

(233) 3- [ (*^et^<y 1 — two y^/v] -2H-- ry^y 

25 ( 2 3 4 ) 3- [3- \*-< V 1 — < /V) ^U^/Ul — 2H--Y 

y^;!)y-i-ty 
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(2 3 5) 3- Vf-A-JAd 

(23 6) 3- (4 - ^ f 3 - t^y ^7V?V- 1 "^^) -5-* 

^;v- 2 h— r y *j v 1 i / 1 o tK#^n 

5 (23 7) 3- (1-75/^^-4-^^) -5-^^-2H- 

(238) 3- (l- (y 9 >xa>*-*'7 %j} tv<y 4 — < A-) 

(239) 3- ( i - m; 7;^» b r $ y f y 4 - ^/V) - 

(2 4 0) 3- C2- (sMrtf^y S^- 1 -'T AO -2H->fy 

df/ y ^- 1 -3->\ 

(2 4 1) N- (S-^f/V-ZH-l-^y^fy^^-S-^^) 

-2- (^w?;) 7t^n\ 

15 (2 4 3) N— (B-^f/l^2HTl-t*y<Wyv-3-^) 

(244) 3- f^yi?^-4— </V) -5-y^A- 

-2H-^y^/y>'-i-^ 

(245) N- (5-^f/V-2H-l-t*y^y^ y ^-3— T/V) 
20 -4- (i?yW5/) ^^7 5K. 

(24 6) N- (2H-l-t^r^Wr/-3-^) -4- (S?y 

(2 4 7) 3- (4 f^- 2-**y 1 ^ -2H- 

4 y=*/ y x-i-a-^ 

(248) 5-y^-3- (i-y^/vtfpy^-3->r/v) -2h- 
>f y^-y y j'— i— ***** 



25 
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(2 4 9) 3- (l-*^*?* YAO -2H^y^PV 

- 1 -Hr> 

5 12. (I) ^*5V>T. 

10 Y25- (CH 2 ) m - (^^> mttO^fcttl — l 0 <Z>^2r*H-) 




t o ~ 3 tf>gg£$r^-t-o 
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1 3 . — $*5£ ( I ) {-*5V^T, 



Ytf- (CH 2 ) m ~ (5£<}\ m*S0*fe»l--3<O)ft»[«rSH-) 



t a* i $ fctt 2 ©sfgc^-n 

15 R TA"¥A'*fcH: ^T/V^/VT 5 / ^r^i- e ) 

l£*:«:TfB:i£ (b) Sr^l" 



10 



RdS^T/^/V-T^y, (a), 



(a) 




(b) 




20 



t & 2 ©»^^^-r„ 

R 6 ^T/l-^r/l-^-r e ) 
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14. (1) 5-j*^A-3- (4-^^^^^- 1 -JM -2 

h-^t y^y y 1 
5 (3) 3- (4 f^r ^ y tr-<y i -^^) -2H 

(4) 3- (3-t Ko^i/^f;w-4-^f;vt°^7^>' - 1 

-^a) -^H-^y^yjy-i-ty, 

(12) 5 - y ^"A- 3 - (4-i?^;V7 5;if^?i?^-l 

io —<i a) - 2H-o^;!Jy-i-ty, 

(19) 5-k ( 4 - y ^ A t° 7 >- - 1 

/v) - 2H-^y^;i;y-i-ty, 
(8 2) 3- (i -y^Atv<y s^v— 4 — fA) -2H--i'y^;jiy- 

l-tyi/5*#»s 
15 (9 0) 3- (3- (^fA7 5;) :/.t3 fc°A) -5-y^A 

(9 8) 3- ( 1 f^lf^ U 4 ->f A) - 4- 7x = 

(108) 5 — t (i-y ^ a tr-< pi?y-4- 

20 -ta) - 2H-^y^;r/-i-^y^J;U ! 

(121) 2- ( i -y ^-A-tr^y s^v- 4 --r a) -8-y^ 

25 1 5. (1 5 6) (S) -3- (3-t 

-2H-^y^;y^-i-t^ 
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(17 8) 5 — f^A*— 3 - (1 -^A'fcVSy -2H-. 
(181) 5-T$y-3- (1 -^^TH^P fA") -2H- 



(18 9) 5-tKn^-3- (2- a^AO 



10 i-^f;v) -5-^f;v-2H — < y*cS y v— 1 —ir^y 

16. (8 2) 3- (1-^^tT^y i?^-4 — <A-) -2H-^y^ 

/ y v- i-^-^i/5tK#*p^n 

15 (9 0) 3- (3- (S^^A-T^) ^^A;) -5-^^A- 
(108) B-fcKB^/-3- (l->f^^y^y-4- 

j a-) - 2H-^y^y y^-i-^-v 

d^^^ttSIt^ 1 fB^^-S— ^a#ft;iN&> *©*^gtt«c % -tfrb 

i 7. (i) fcs^-c. 

X 3** Sr^T <b £ 17 :n = A-CS^I $ tit V t>«fcV 
25 fcS^figi^M^^r^U 

Y#\- (CH 2 ) m - (5£<*U mf±0^fcttl~l 0 (D&gL&Ttfr) £r^U 



5 (186) 5-t Kd^- 



3- (S-i^^AT^y^nfcfA) -2H- 



(2 12) (S) -3- (3-t K^^SO^A-— 4— ^A'tr^i- 
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Rds^r/w^r^y ^fc^TfBS: (b) &^-r 

(b) 



l 8. (I) fc&^T. 

YtfS- (CH 2 ) m - OS*. m «0*fct41~l O^lt^) 
20 Rj»i?TA"¥A'T5/*fcWtTlE5<: (a) Sr^f 




5 



t 3* o ~ 3 <omm^i~o 
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• 



(a) 




R' 



t a* o ~ 3 coMWt&^ : ~?o 



19. (8 2) 3- (l-^^/W^y ^^-4 — <7V) -2H—jy* 

; y^-i ^3r> l / 5 tMW&n 

10 (10 8) 5 - Kb 3 ( 1 f/l'^ !> 4 - 

(12 1) 2- /Hf^y ^^~4->f/V) -8-^^ 

2 0. (1 5 6) (S) -3- (3-fc 
(2 12) (S) -3- ( 3 - 1 FP ^ f /V- 4 - ^ f;Hf ^7 1 

2 i . ( i ) fc&V^ 
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Yds- (CH 2 ) m - (5£4\ mHO^fcfil~l 0 ©BEgcS:**-*-) tr^U 
R^TKH'Sr^U 




10 t tf* o — 3 ©safc&SH~o 

R 6 ^R S ' *n-**:BJIfto-C, ***** KP^vm;Hr^ 

-To 

2 2. (1) 5-^^-3- - 2 

20 2 3. ft 1/5^22 flOV^T tLdMClBtt©*!^^ **fls£4fc 
2 4. -jRsfc (I) 
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- (CH 2 ) m -s 

- (CH 2 ) m -N (R 4 ) -CO- (CH 2 ) n -. 
10 - (CH 2 ) m -CO-N (R 4 ) - (CH 2 ) B ~, 

- (CH 2 ) m -CO-0- (CH 2 ) n -, 

- (CH 2 ) m -0-CO- (CH 2 ) n -> 

- (CH 2 ) m -0- (CH 2 ) n ~, 

- (CH 2 ) m -CO- (CH 2 ) n ~ 

15 (5£*. mXtfnttW— *fc»A*o-C, **L-e*bO*fcW:l~l 0©lt 
Sr^l-o R 4 tt**f*fcttTA'"af>u«r*i-. I&U ~ (CH 2 ) 
je-fr-f 6. ) ^^"To 

20 #/V#3ri^ J^ir/K #/W«^/K N— TA^tA' 

$ ;Vs<*r>{ /V\ N , N - i?T;V3f ;V*> >W<*>f fl> s T ^/KT % / ^ T 
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RftTS.;, ^;7;VW?;, v?7/vW5A *A-#p;4Jttt 
ft*/v*^^t^> &>£VM3:TfB5& (a) ~ (e) £r^i% 




s 14 1 ~ 4 (DW^LteTFlTo 
t{4 O ~ 3 tf>g$c£r^-?"o 
10 u ft. 1 ~ 3 <^Sic^r^i"e 

^^/V3&/w^>f/w%^i-dN fc£VM4R 5 fcR 6 ' ^-^ot^b^ 
15 R 6 ft*m. T Z J > * J TJV*;VT 5 J , *STA,**T =• 7 > T/l^/K 

y^jvy r 7V^fz.ft.T 7V^-;v^;v^=^/^T % J ^irf)\ £>5 W4T1E5S: 

274 




u' lil~3«S:^t. 

m U -blB^ ( a ) & i?l/*^-rm&, R 6 « t K n ^ixT/v^r/vS: 
10 ^-f~r i:d3-C#5o 
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